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CLAIMS 



We claim: 



compound represented by the formula: 



(CJ 2 ) m -T 
/ 



a. 



Ri-NH-X-L 

\ 



(CH 2 ) g -R 3 



wherein : 



X x is -CH; 



g is 0 or 1; 



each J is independent ly\selected from the group 
consisting of -H, -OH, and -FA provided that when a 
first and second J are bound tq a C and said first J is 
-OH, said second J is -H; 

m is 0, 1, or 2; 

T is -OH, -CO-C0 2 H, -C0 2 H, of V bioisosteric 
replacement for -C0 2 H; 




Rl is selected from the group consisting of the 
following formulae, in which any ring rr^ay optionally be 
singly or multiply substituted at any caVbon by Q ± , at 
any nitrogen by R 5 , or at any atom by =0,\ -OH, -C0 2 H, 
or halogen; and any saturated ring may optionally be 
unsaturated at one or two bonds; 



} 
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(w) 



10 



15 



20 



25 




wherein each ring C is independently chosen from 
the group consisting of benzo, pyrido, thieno, pyrrolo, 
furano, thiazoloA isothiazolo, oxazolo, isoxazolo, 
pyrimido, imidazole, cyclopentyl, and cyclohexyl; 




-CO-CO-N 



each R 4 is independently selected from the group 
consisting of: 
-H, 
-Ar x , 

~ T 1~ R 9' and 
"(CH 2 ) 1/2f 3- Tl -R 9 ; 



each is independently selected 
consisting of: 
CH=CH-, 
-0-, 




om the group 
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-CO 

-CO-NR^-, 

-o-co-n\ 0 -, 

-NR 10 -CO-V, 
-NR 10 -CO-N^ 10 
-SO 2 -NR 10 -, 

-NR 10 -SO 2 -, 
-NR 10 -SO 2 -NR 1 x 




and 



each R 5 is independently selected from the group 
consisting of: 
-H, 
-Ar ± , 
-CO-Ar lf 
-S0 2 -Ar 1 , 
-CO-NH 2 , 
-S0 2 -NH 2 , 
-R 



9' 

-CO-R 9 , 

-CO-O-Rg, 

-S0 2 -R 9 , 

/Ar x 



-CO-N 



-S0 2 -N 



\ R 10' 
/Ar 1 



\R 



10' 
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\-CO-N 



/R 9 

I 

\ R 10' 
/R 9 



\R 



10' 



and 



R 6 is; 
-H 

-Ar 1# 

-Rg , 

~< CH 2)l, 2,^1^9, or 
an a-amino ^acid side chain residue; 

each R 9 is a yi_ 6 straight or branched alkyl group 
optionally singly cur multiply substituted with -OH, -F, 
or =0 and optionally, substituted with one or two Ar ± 
groups ; 



each R 10 is independently selected from the group 
consisting of -H or a c\_ 6 straight or branched alkyl 
group; 



each R 13 is independently selected from the group 
consisting of -Ar 2 , -R4 and\-N-0H 




each Ar ± is a cyclic\ group ThHapendently selected 
from the set consisting of\an a^ryl group which contains 
6, 10, 12, or 14 carbon atoms antl between 1 and 3 
rings, a cycloalkyl group which Contains between 3 and 
15 carbon atoms and between 1 and\s rings, said 
cycloalkyl group being optionally ^enzofused, and a 
heterocycle group containing betweem 5 and 15 ring 



looses 22 -« O i ss 02 
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10 



atoms and between 1 and 3 rings, said heterocycle group 
containing at least one heteroatom group selected from 
-0-, -S-\ -SO-, -S0 2 -, ~N- , and -NH-, said heterocycle 
group optionally containing one or more double bonds, 
said heterocycle group optionally comprising one or 
more aromatic rings, and said cyclic group optionally 
being singly\pr multiply substituted with ~NH 2 , -C0 2 H, 
-CI, -F, -Br,\-I, -N0 2 , -CN, 



=0, -OH, -perfluoro C 1 _ 3 alkyl, 



0 
/ \ 

( 

\ / 
0 



CH 2i 



or -Q 1 ; 



each Ar 2 is independently selected from the 
15 following group, in Which any ring may optionally be 

singly or multiply substituted by -Q x and -Q 2 : 



(hh) 



-co 



(ii) 



(jj) 



20 



(kk) 



-o 
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each Q 1 is in 



independently selected from the group 



consisting of 
-ArN 




each Q 2 is \independent ly selected from the group 
consisting of -OH, -NH 2 , -C0 2 H, -CI, -F, -Br, -I, 
-N0 2 , -CN, -CF 3 , a^nd 



O 

/ \ 

( 

\ / 
O 



CH 2 ; 



provided that when -Ar 1 is substituted with a Q± 
group which comprises one or more additional -Ar 1 
groups, said addi t ional^--Ar 1 groups are not substituted 
with Q 1 ; 



each X is independently selected from the group 
consisting of =N-, and =CH-,v 



each X 2 is independently selected from the group 
consisting of -0-, -CH 2 -, \^TH^ -S- , -SO-, and -S0 2 -; 



•om the group 



each Y is independent! 
consisting of -0-, -S-, and -NH; 




provided that when 
g is 0 , 
J is -H, 
mis 1 , 
T is -C0 2 H, 



\ 
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X 2 is O, 

R 5 is benzyloxycarbonyl, and 
ring C is benzo, 
theA R 3 cannot be -C0-R 13 when: 
^13 is -CH 2 -0-Ar 1 and 
:± is l-phenyl-3-trif lucromethyl- 
pyrazole-5-w. wherein the phenyl is optionally 
substituted w\j_th a chlorine atom; 
or when 

Rl3 i& -CH 2 -0-CO-Ar 1/ wherein 
Ar 1 is\2, 6-dichlorophenyl 



15 



2. The compound according to claim I, 

wherein : 

X ± is -CH; 

g is 0 ; 



J is -H; 



20 



m is 0 or 1 and T is Vco-C0 2 H, or any bioisosteric 
replacement for -C0 2 H / 

m is 1 and T is -C0 2 I 



ring C is benzo optionally substituted with 
-C 1 _3 alkyl, -0-C 1 _ 3 alkyl, -C\\ -F or -CF 3 ; 



R 5 is: 



25 



-C0-Ar x 
-S0 2 -Ar 1/ 
-C0-NH 2f 
-CO-NH-Ar! 
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-CO-0-R 9/ 
-S0 2 -R 9 , or 
-CO-NH-R 9 , 

R 7 is\-H and R 6 is: -H, 

-R 9 , or 
-Ar 1 ; 

R 9 is a C]_ JS^ straight or branched alkyl group 
optionally substituted with =0 and optionally 
substituted with -^Ar^; 



10 



15 



20 



R 10 is H or a -<3 a _ 3 straight or branched alkyl 




group, 



Ar 1 is phenyl, naphthyl, pyridyl, benzo thiazolyl , 
thienyl, benzothienyl , benzoxazolyl , 2-indanyl, or 
indolyl optionally substituted with -0-C 1 _ 3 alkyl, 
-NH"C 1 _ 3 alkyl, -N- (C^_3 alky^l) 2 , -CI, - F, -CF 3 , 
~ c l-3 alkyl, or 




Q ± is R 9 or - (CH 2 ) 0/ 1, 2" T 1~ (CH^) 0, 1, 2~ Ar l' therein 
T 1 is -0- or -S-; 



each X is independently selected\from the group 
consisting of =N-, and =CH- ; 



25 each X 2 is independently selected fr^ra the group 

consisting of -0-, -CH 2 -, -NH-, -S-, -SO-, and.-S0 2 -. 
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10 



3. The compound according to claims 1 or 2, 
wherein \t\ie group is: 



(wl) 




X 9 is 



; wherein 



optionally substituted with R 5 or Q ± at X 2 when X 2 
is -NH-; and 



ring C is benzo substituted with ~C 1 _ 3 alkyl, 
-0-C 1 _ 3 alkyl, -CI, - F or. -GFo. 



15 



20 



4. A compound represented by the formula: 



(I) 



Rl is selected from the group consisting of the 
following formulae : 
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(z) 



Rs-I 




; and 



ring C\is chosen from the group consisting of 
benzo, pyrido, thieno, pyrrolo, furano, thiazolo, 
isothiazolo, oxazolo, isoxazolo, pyrimido, imidazolo, 
cyclopentyl, and cyclohexyl; 



R 9 is : 



10 



15 



20 



(a) 



(b) 




(rim ORo 
>R 5 



m is 1 or 2 ; 



R 5 is selected from the group, consisting of 
-C(O)-R 10 , ^ 
-C (O) 0-R 9 , 




or 



/ 



^10 



-C (O) -N 



\ 



R 10' 

-S (O) 2 -R 9 , 

-C (O) -CH 2 -0-R 9< 
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-C (O) C (O) -R 10/ 
-Rg , 

-H, and 

-C (O) C (O) -OR 10 ; 



X 5 is VCH- or -N-; 
\| I 

Yo is Ho\or O; 




X 7 is -N(R 8 \)- or -0-; 



\ 

R 6 is selected from the group consisting of -H and 
-CH 3 ; \ 



15 



20 



25 



R 8 is selected fispm the group consisting of: 
-C(O)-R 10 , 
-C (O) 0-R 9 , 
-C (O) -N(H) -R 10 /N 
-S (O) 2-^9' 
-S (O) 2 -NH-R 10 , 
-C (O) -CH 2 -OR 10/ 
-C(O)C(O)-R 10 3 
-C(O)-CH 2 N(R 10 ) (F^e^V 
-C (0) -CH 2 C (O) -0-ft 9 , \ 
-C (0) -CH 2 C (O) -R 9 A 
-H, and \ 

-c (0) -c (0) -or 10 ; 




30 



each R 9 is independently selected from the group 
consisting of -Ar 3 and a -C 1 _ 6 straight or branched 
alkyl group optionally substituted wit^ -Ar 3 , wherein 
the -Ci.g alkyl group is optionally unsaturated; 



Jt O O 5 S 52 2 . O UL 2 B Q 2 
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>ach R 10 is independently selected from the group 
consiMing of -H, -Ar 3 , a ~C 3 _ 6 cycloalkyl group, and a 
~ c l-6 s\raight or branched alkyl group optionally 
substitute! with -Ar 3/ wherein the -C ± _ 6 alkyl group is 
optional lyW unsaturated; 

R 13 is Selected from the group consisting of H, 
Ar 3 , and a C x _\ straight or branched alkyl group 
optionally substituted with -Ar 3 , -CONH 2 , -0R 5 , -OH, 
-0R 9 , or -C0 2 H; 

10 each R 51 is independently selected from the group 

consisting of R 9 , -cV>) -R 9 , -C (0) -N (H) -R 9 , or each R 51 
taken together forms ak saturated 4-8 member carbocyclic 
ring or heterocyclic z\ig containing -0-, -S-, or -NH-; 

each R 21 is independently selected from the group 
15 consisting of -H or a -Ci_,g^ straight or branched alkyl 

group; 



each Ar 3 is a cyclic grou\ independently selected 
from the set consisting o^^rJNaJkyl group which contains 
6, 10, 12, or 14 carbon atom^n^between 1 and 3 rings 

20 and an aromatic heterocycle <^oup\containing between 5 

and 15 ring atoms and between\ andK 3 rings, said 
heterocyclic group containing at leabt one heteroatom 
group selected from -0-, -S-, -SO-, sb 2 , =N-, and -NH-, 
said heterocycle group optionally containing one or 

25 more double bonds, said heterocycle group optionally 

comprising one or more aromatic rings, aim said cyclic 
group optionally being singly or mul tiply\subs t i tuted 



1005S552 .012802 
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e\ch Q 1 is independently selected from the group 
consistVag of ~ NH 2' -C0 2 H, -CI, -F, -Br, -I, -N0 2 , -CN, 
=0, -OH, Y-perf luoro C ± _ 3 alkyl, R 5 , -0R 5 , -NHR 5 , -OR g , 
-NHR 9 , -R^ -C(O)-R 10 / and 
O 

\ 

CH 2 , 

W/ 



provided qhat when -Ar 3 is substituted with a Q ± 
group which comprises one or more additional -Ar 3 
groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 

15 5. The c&npound according to claim 4, 

wherein R 5 is selected from the group consisting of: 
-C(O)-R 10 , 
-C(0)0-R g , and 
-C (O) -NH-R 10 . 

20 6. The compouife according to claim 4, 

wherein R 5 is selected frqm the group consisting of: 

-S (0) 2 -R 9 , 

-S (0) 2 "NH-R 10 , 

-C(O)-C(O)-R 10 , 
25 -Rg, and 

-C (O) -C (O) -OR 10 



The compound according to claims 5 or 6, 



wherein: 



m is 1 ; 



IOQ5S52S .oiaaoa 
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R 13 is H or a C x ^ 4 straight or branched alkyl group 
optimally substituted with -Ar 3 , -OH, -ORg, -C0 2 H, 
where* the R g is a C 1 ^ 4 branched or straight chain 
alkyl cftroup; wherein Ar 3 is morpholinyl or phenyl, 
wherein \he phenyl is optionally substituted with Q 1 ; 

R 21 i\ ~~ H or -CH 3'' 

R 51 is ^\ c l-6 straight or branched alkyl group 
optionally substituted with -Ar 3 , wherein Ar 3 is 
phenyl, optionally substituted by. -Q^; 



10 



15 



20 



25 



■each Ar 3 cyc\ic group is independently selected 
from the set consisting of phenyl, naphthyl, thienyl, 
quinolinyl, .isoquin\linyl , pyrazolyl, thiazolyl, 
isoxazolyl, benzotri\zolyl , benzimidazolyl, 
thieno thienyl, imidaz\lyl , thiadiazolyl , 

benzo [b] thiophenyl, py\idyl, benzof uranyl , and indolyl, 
and said cyclic group optionally being singly or 
multiply substituted by \pi; 

each Q x is ind epen dency selected from the group 
consisting of -NH 2 , 
wherein R 5 is -C(O)-R 10 o 
-C(O)-R 10 , -OR g , -NHR 9 , a 



O 
/ \ 

( 

\ / 
0 



CH 



2' 




-Br, -OH, -R 9 , -NH-R 5 

2-R9, -OR5 wherein R 5 is 



wherein each R 9 and R 10 are independently a ~Ci_ 6 
straight or branched alkyl group opl\i.onally substituted 
with -Ar 3 wherein Ar 3 is phenyl; 



30 
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>rovided that when -Ar 3 is substituted with a Q 1 
group\which comprises one or more additional -Ar 3 
groups\ said additional -Ar 3 groups are not substituted 
with an\ther -Ar 3 . 



wherein : 

m is 1 or 



A compound represented by the formula: 
O 

(rfm^OR 13 

(id x 

Ri— r^r^Ra 



H 



R 1 is selected from the group consisting of the 
following formulae ; 
(elO) 



Y 2 



R21 




H 0 0 ^\ 



, wherein X 5 is N; 



(ell) 



Y 2 



H - 0 « 



(el2! 



(w2) 




Re. 



io.osas.ee .oiasos 
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(yll 



Ra Y 2 



Rs- 




(y2) 




(z) 



H 



Y2 




; and 



10 



ring C is chose% from the group consisting of 
benzo, pyrido, thieno\ pyrrolo, furano, thiazolo, 
isothiazolo, oxazolo, isoxazolo, pyrimido, imidazolo, 
cyclopentyl, and cyclohexyl; 



15 



R 3 is selected from 
-CN, 

-C (O) -H, 
-C (O) -CH 2 -T 1 -R{T 
-C (O) -CH 2 -F, 
-C=N-0-R 9 , and 
-CO-Ar 2 ; 



je group consisting of; 



20 



R 5 is selected from the group \onsisting of: 
-C (O) -R 10 , 
-C (O) 0-R 9 , 



JLoosssae . oiasoe 
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-C (0) -N 



/ 

I 
\ 



l 10 



R 10' 
k -S (O) 2 -R 9 , 
rC (O) -CH 2 -0-R 9 , 
-\(0)C(0) -R 10f 

-H, ^and 
-C(O)fcC(O)-OR 10> 



Y 2 is H 2 or «; 



X 7 is -N(R 8 )-\>r -0-; 



each T x is indejaendently selected from the group 
consisting of -0-, -s\, -S(O)-, and -S(0) 2 -; 



R 6 is selected from the group consisting of -H and 



-CHo; 




R 8 is selected from tl^e group consisting of: 
-C(O)-R 10 , 
-C (0)0-R 9 , 
-C (O) -NH-R 10 , 
-S (O) 2 -R 9 , 
-S (O) 2 -NH-R 10 , 
-C (O) -CH 2 -OR 10 , 
-C(O)C(O)-R 10 , 
-C (O) -CH 2 -N(R 10 ) (R 10 ) , 
-C (O) -CH 2 C (O) -O-Rg, 
-C (O) -CH 2 C (O) -R 9 , 
-H, and 

-C (O) -C <0) ~OR 10 ; 
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each R 9 is independently selected from the group 
isisting of -Ar 3 and a -C 1 ^ 6 straight or branched 
aiJ^l group optionally substituted with -Ar 3 , wherein 
the Vji_6 alkyl group is optionally unsaturated; 

eac»£i R 10 is independently selected from the group 
consisting of -H, -Ar 3 , a -C 3 _ 6 cycloalkyl group, and a 
~ c l-6 straight or branched alkyl group optionally 
substituted 
optionally 




urated; 




wherein the -C ± _ 6 alkyl group is 



each R 1± isVndependently selected from the group 
consisting of: 
-Ar 4/ 

- (CH 2 ) !-3-Ar 4( 
-H, and 
-C(0) -Ar 4 ; 

R 13 is selected from \he group consisting of H, 
Ar 3 , and a C x _ 6 straight or\branched alkyl group 
optionally substituted with \\r 3 , -CONH 2 , "0R 5 , -OH, 
-0R 9 , or -C0 2 H; 



0R 13 is optionally - 



each R 21 is independent 
consisting of -H or a -C^ 
group; 




from the group 
branched alkyl 



Ar 2 is independently selected from\he following 
group, in which any ring may optionally fc^> singly or 
multiply substituted by -Q x or phenyl, optionally 
substituted by 




JLOO'SSSSS • 0 128 O 
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-CO 



and 



-a 

M— - 4 



N- 

whereV each Y is independently selected from the 
group consisting of 0 and S; 

each Ar 3 l^s a cyclic group independently selected 
from the set consisting of an aryl group which contains 
6, 10, 12, or 14 \arbon atoms and between 1 and 3 rings 
and an aromatic he\erocycle group containing between 5 
and 15 ring atoms aM between 1 and 3 rings, said 
heterocyclic group containing at least one heteroatom 
group selected from -<\, -S-, -SO-, S0 2 , =N-, and -NH-, 
-N(R 5 )-, and -N(Rg)- said heterocycle group optionally 
containing one or more double bonds, said heterocycle 
group optionally comprising one or more aromatic rings, 
and said cyclic group optimally being singly or 
multiply substituted by -Q lt 



each Ar 4 is a cyclic grou& independently selected 



from the set consisting 
6, 10, 12, or 14 carbon atoms 
rings, and a heterocycle group 
15 ring atoms and between 1 an< 
heterocyclic group containing a 
group selected from -0-, -S-, -SO 
-N(R 5 )-, and -N(R 9 )- said heterocycle \roup optionally 
containing one or more double bonds, sakLd heterocycle 
group optionally comprising one or more aromatic rings, 
and said cyclic group optionally being singly or 
multiply substituted by -Q 1 ; 



1 group which contains 
tween 1 and 3 

ng between 5 and 
ngs, said 
t one heteroatom 
2 , =N-, -NH-, 
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each Q± is independently selected from the group 
consisting of -NH 2 , -C0 2 H, -CI, -F, -Br, -I, -N0 2 , -CN, 
=0, -OH, -perfluoro C 1 _ 3 alkyl, R 5 , -0R 5 , -NHR 5 , -0R g , 
-NHR 9 , \R 9 , -C(O)-R 10 , and 



0 
/ \ 



CH 2 ; 



10 

provided! that when -Ar 3 is substituted with a Q 1 
group which comprises one or more additional -Ar 3 
groups, said additional -Ar 3 groups are not substituted 
with another -An 

15 9. The Compound according to claim 8, 

wherein R^^ is (ell)* 

10. The expound according to claim 8, 
wherein R 1 is (el2) 



20 



11. Thecompo^and according to claim 8, 
wherein R 1 is (yl) 



12. The coi 
wherein R 1 is ( y2 ) . 



^rding to claim 8, 



13. The compound according to claim 8, 
wherein and R 1 is (z) . 

25 14. The compound acco\ding to claim 8, 

wherein R^^ is (w2 ) . 



15. The compound according to claim 14, 



wherein : 
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m is 1 ; 

rVig C is benzo, pyrido, or thieno; 

R 3 i\ selected from the group consisting of 
-C(0)-H, -\(0)-Ar 2 , and -C (0) CH 2 ~T 1 -R 11 ; 



10 



R 5 is selected from the group consisting of; 
-C(O)-R 10 , wherein R 10 is -Ar 3 ; 
-C(OrQ-R 9 , wherein R g is -CH 2 -Ar 3 ; 
-C(0)C*0)-R 1Q f wherein R 10 is -Ar 3 ; 
-R g , whVein R g is a C^ 2 alkyl group 
substituted with -\r 3 ; and 

-C (O) C (O)\OR 10 , wherein R 10 is -CH 2 Ar 3 ; 



T x is O or S; 



R 6 is H; 



15 



R 8 is selected from tthe group consisting -C(O)-R 10 , 
-C (O) -CH 2 -OR 10 , and -C (O) Ch\-N (R 10 ) (R 10 ) , wherein R 10 is 
H, CH 3 , or -CH 2 CH 3 ; 



R 1]L is selected f ron\he\roup consisting of -Ar 4 , 
- (CH 2 ) i-3-Ar 4 , and -C(0)-Ar 4 ; 



20 ^13 is H or a straight &r branched alkyl group 

optionally substituted with -Ar 3 , \oh, -0R 9 , -C0 2 H, 
wherein the R 9 is a branched o\ straight chain 

alkyl group; wherein Ar 3 is morpholi\yl or phenyl, 
wherein the phenyl is optionally substituted with Q x ; 



25 



Ar 2 is (hh) ; 
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Y is O; 

iach Ar 3 cyclic group is independently selected 
from ghe set consisting of phenyl, naphthyl, thienyl, 
quinol i\yl , isoquinolinyl , thiazolyl, benzimidazolyl , 
thienoth\enyl, thiadiazolyl , benzotr iazolyl , 
benzo [b] t\iophenyl, benzof uranyl, and indolyl, and said 
cyclic groito optionally being singly or multiply 
substituted\>y -Q^; 

each Ar 4 Vyclic group is independently selected 
from the set consisting of phenyl, tetrazolyl, 
naphthyl, pyridiV/1, oxazolyl, pyrimidinyl, and 
indolyl, and said\cyclic group optionally being singly 
or multiply substituted by -Qi; 



each Q ± is independently selected from the group 
consisting of -NH 2 , ~c\, -F, -Br, -OH, -R g , -NH-R 5 
wherein R 5 is -C (O) -R 10 V>r -S(0) 2 -R 9 , -0R 5 wherein R 5 is 
-C(O)-R 10 , -0R 9 , -NHRg , Jbd 



O 

/ \ 

( 

\ / 
O 



CH 2 , 



wherein each R 9 and R 10 
straight or branched alio 
with -Ar 3 wherein Ar 3 is 



ldently a -C x _ 6 
group\ optionally substituted 
inyl; 



provided that when -Ar 3 is substituted with a Q 1 
group which comprises one or more additional -Ar 3 
groups, said additional -Ar 3 groups a^ not substituted 
with another -Ar 3 . 



lQ.O:Se5S2 .012802 
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16. The compound according to claim 8, 
wh^ein R x is (elO) and X 5 is N. 

17. The compound according to claim 16, 
whereir\R 3 is CO-Ar 2 . 

.8. The compound according to claim 16, 
wherein R 3 is -C (0) -CH 2 -T r R n and R n is - (CH 2 ) i- 3 -Ar 4 



10 



19.^The compound according to claim 16, 

wherein : 

R 3 is -C (0)\C H 2~ T 1- R 11'' 
T 1 is O; ancn 

R ll is ^ c (°)-^W-4 



20. The compound according to claim 16, 
wherein R 3 is -C(0)-H, 



15 



21. The compoVd according to claim 16, 
wherein R 3 is -CO-CH 2 -T 1 -% 1 and R 1± is -Ar 4 . 



20 



25 



22. The compoundMccording to any one of 
claims 19-21, wherein feis selected from the group 
consisting of: 

-C(O)-R 10 , 

~C(0)0-R 9 , and 

-C (O) -NH-R 10 . 



23. The compound ac 



wherein : 



m is 1 ; 

T 1 is 0 or S, 




g to claim 22, 
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provided that when R 3 is -C (0) -CH 2 -T 1 -R 11 , T x 



is H or a C x ^ 4 straight or branched alkyi group 
option^Mly substituted with -Ar 3 , -OH, -OR 9 , -C0 2 H, 
wherein \fre R g is a C x ^ 4 branched or straight chain 
alkyl gro\3to; wherein Ar 3 is morpholinyl or phenyl, 
wherein the\phenyl is optionally substituted with Q x ; 

R 21 is ~H\or -CH 3 ; 

Ar 2 is (hh) ^ 

Y is 0; 



each Ar 3 cyclic g^oup is independently selected 
from the set consist ing\of phenyl, naphthyl, thienyl, 
quinolinyl, isoquinolinyY, pyrazolyl, thiazolyl, 
isoxazolyl , benzotr iazolylV benz imidazolyl , 
thienothienyl, imidazolyl, Vhiadiazolyl , 

benzo [b] thiophenyl, pyridyl Abenzofuranyl, and indolyl, 
and said cyclic group optionaMy being singly or 
multiply substituted 



each Ar 4 cyclic group 
from the set consisting of 
pyridinyl, oxazolyl, naphthy 
thienyl, and said cyclic group 
or multiply substituted by -Q 1 ; 




endently selected 
azolyl, 
1, and 
tio&ally being singly 



each Q x is independently selected kom the group 
consisting of -NH 2 , -CI, -F, -Br, -OH, -L, -NH-R 5 
wherein R 5 is -C (0) -R 10 or -S (0) 2 -R 9 , -OR 5 \wherein R 5 is 
-C(O)-R 10 , -0R 9 , -NHR 9 , and 



1Q0585SS .OI2SQ2 



- 778 - 



O 
/ \ 

( 

\ / 

o 



CH 2 , 



wherei\ each R g and R 10 are independently a -C^g 
straighTkor branched alkyl group optionally substituted 
with -Ar^wherein Ar 3 is phenyl; 

provideM that when -Ar 3 is substituted with a Q x 

group which comprises one or more additional -Ar 3 

groups, said additional -Ar 3 groups are not substituted 
with another -Ai 



24. The\compound according to any one of 



claims 19-21, where- 
consisting of: 
-S (0) 2 -R 9 , 
-S (0) 2 -NH-R 10 , 
-C(O)-C(O)-R 10 , 
-Rg, and 
-C(0) -C(0) -OR 10 , 



R5 is selected from the group 



25, 



The ci 



wherein : 



m is 1 ; 



id according to claim 24, 



T ± is 0 or S, 

provided that when R 3 is -8ti0) ~CH 2 -T 1 -R 11 , T ± 



is 0; 



R 13 is H or a straight or branched alkyl group 

optionally substituted with -Ar 3 , -OH, -OfVg, -C0 2 H, 
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wherein the R 9 is a C 1 _ 4 branched or straight chain 
alM group; wherein Ar 3 is morpholinyl or phenyl, 
wher\in the phenyl is optionally substituted with Q x ; 

is -H or -CHo; 



(hh) ; 



Y is or 

each Ar 3 cyclic group is independently selected 
from the set consisting of phenyl, naphthyl, thienyl, 
quinolinyl, isoqu\nolinyl, pyrazolyl, thiazolyl, 
isoxazolyl, benzot35W.azolyl , benzimidazolyl , 
t hi eno thienyl , imidakolyl, thiadiazolyl , 

benzo [b] thiophenyl , pwridyl, benzof uranyl , and indolyl, 
and said cyclic group Optionally being singly or 
multiply substituted byVc^; 

each Ar 4 cyclic grouAis independently selected 
from the set consisting ofVhenyl, tetrazolyl, 
pyridinyl, oxazolyl, naphthyY, pyrimidinyl, and 
thienyl, and said cyclic grou^ optionally being singly 
or multiply substituted 



each Q x is independently 
consisting of -NH 2 , -CI, -F, 
wherein R 5 is -C(O)-R 10 or -S {\ 
-C(O)-R 10 , -0R 9 , -NHR9 , and 



from the group 
-R 9 , -NH-R 5 
-OR5 wherein R 5 is 



0 
/ \ 

( 

\ / 
0 



CH 2 , 



JL O O SS 522. O JL 52 S O S 
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wheltein each R 9 and R 10 are independently a ~C 1 _ 6 
strai\ht or branched alkyl group optionally substituted 
with wherein Ar 3 is phenyl; 

provmed that when -Ar 3 is substituted with a Q 1 
group whichVomprises one or more additional -Ar 3 
groups, said \dditional -Ar 3 groups are not substituted 
with another -i 



26. A compound represented by the formula: 

O 



*OR 13 



wherein : 

m is 1 or 2; 



Ri is : 



(elO) 




R 3 is -C0-Ar 2 ; 



R 5 is selected from the group consisting of: 
-C(O)-R 10/ 
-C (0) 0-R 9 , 

R 10 



/ 



-C (0) -N 



\ 



-S (O) 2-R9/ 

-C (O) -CH 2 -0-R 9> 

-C(O)C(O)-R 10/ 



-R 



9, 



-H, and 

-C(O)C(O)-OR 10/ 
Ks CH; 



1QOSS522 ,,OI£8Q2 
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Y 2 is 



or O; 



each R g i% independently selected from the group 
consisting of -\f3 and a "C 1 _ 6 straight or branched 
alkyl group optionally substituted with -Ar 3 , wherein 
the ~C 1 _ 6 alkyl gr\up is optionally unsaturated; 

each R 10 is independently selected from the group 
consisting of -H, -Ar 3 \a -C 3 _ 6 cycloalkyl ' group, and a 
-C 1 _ 6 straight or branched alkyl group optionally 
substituted with -Ar 3 , wltbrein the -C 1 _ 6 alkyl group is 
optionally unsaturated; 



R 13 is selected f 
Ar 3 , and a C ± _ 6 straight 02 
optionally substituted wit! 
-OR 9 , or -C0 2 H; 



^group consisting of H, 
>d alkyl group 

i 2 , -OR 5 , -OH, 



0R 13 is optionally -N(H)-OH; 



each R 21 is independently selected from the group 
consisting of -H or a -C ± _ e straight o\branched alkyl 
group; 



Ar 2 is independently selected from th\ following 
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jroup, in which any ring may optionally be singly or 
multiply substituted by -Q 2 or phenyl, optionally 
substituted by Q 1 : 



and 



(ii) 



,3 



wherein e x ach Y is independently selected from the 
group consisting of 0 and S; 



each Ar 3 is a\cyclic group independently selected 
from the set consisMng of an aryl group which contains 
6, 10, 12, or 14 carbton atoms and between 1 and 3 rings 
and an aromatic heterocycle group containing between 5 
and 15 ring atoms and between 1 and 3 rings, said 
heterocyclic group containing at least one heteroatom 
group selected from -0-, -SO-, S0 2 , =N-, and -NH-, 

-N(R 5 )-, and -N(R g )~ ^^^Jh^terocycle group optionally 
containing one or mor^^uW^onds , said heterocycle 
group optionally compr isir^^rV^b^more aromatic rings, 
and said cyclic group opt^b^^^jv beW singly or 
multiply substituted by -( 




each Ar 4 is a cyclic gr^ip independently selected 
from the set consisting of an\ryl grWp which contains 
6, 10, 12, or 14 carbon atoms Ind between 1 and 3 
rings, and a heterocycle group containing between 5 and 
15 ring atoms and between 1 and 3 rings,\said 
heterocyclic group containing at least on\ heteroatom 
group selected from -0-, -S-, -SO-, S0 2 , =N%, -NH- 
-N(R 5 )-, and -N(R 9 )- said heterocycle group \ptionally 
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containing one or more double bonds, said heterocycle 
roup optionally comprising one or more aromatic rings, 
said cyclic group optionally being singly or 
multiply substituted by -Qi; 



10 



ich Qjl is independently selected from the group 
consisting of -NH 2 , -C0 2 H, -CI, - F, -Br, -I, -N0 2 , -CN, 
=0, -0H,Vperf luoro C 1 _ 3 alkyl, R 5 , -0R 5 , -NHR 5 , -0R 9 , 
-NHR 9 , -R 9 \ -C(O)-R 10 , and 



/\\ 
\( 

\ A 

o 



2> 



15 



provided thatV/hen -Ar 3 is substituted with a Q x 
group which comprises one or more additional -Ar 3 
groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 . 



27. 



A cor 



represented by the formula: 



20 



(II) 



wherein : 

m is 1 or 2; 



JLOOS 8522 . O I28Q2 
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R 3 \s -C (O) -CH 2 -T 1 -R 11 and R X1 is - (CH 2 ) !_ 3 -Ar 4 ; 

R5 is \elected from the group consisting of: 
-C\p) -R 10 / 
-C (G^O-R 9 , 
R 10 



/ 



-C (0) -I 



.0' 



-S (O) 2 ~R 9 ,N 
-C (O) -CH 2 -C)VR 9/ 

-c (o) c (O) -rA 

-H, and 
-C(O)C(O)-OR 10 , 



X 5 is CH; 



Y 2 is H 2 or O; 



each T 1 is independently selNfected from the group 
consisting of -0-, -S-, -S(O)-, an\j -S(0) 2 -; 



each R 9 is independently selected from the group 
consisting of -Ar 3 and a -C x _ 6 straigra: or branched 
alkyl group optionally substituted witn\ -Ar 3 , wherein 
the -C 1 _ 6 alkyl group is optionally unsaturated; 



each R 10 is independently selected frotoi the group 



ao o s e see . o a a s o « 
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^consisting of -H, -Ar 3 , a -C 3 _ 6 cycloalkyl group, and a 

: ± _ 6 straight or branched alkyi group optionally 
substituted with -Ar 3 , wherein the -C x _ 6 alkyl group is 
opt\onally unsaturated; 

is selected from the group consisting of H, 
Ar 3 , an& a C^.g straight or branched alkyl group 
optionally substituted with -Ar 3 , -CONH 2 , -0R 5 , -OH, 
-0R 9 , or -\o 2 H; 

0R 13 isVptionally -N(H)-OH; 

each R 21 i\ independently selected from the group 
consisting of -hW a -C ± _ e straight or branched alkyl 
group; 

each Ar 3 is a cyclic group independently selected 
from the set consist into of an aryl group which contains 
6, 10, 12, or 14 carbon\atoms and between 1 and 3 rings 
and an aromatic h eter ocvSle group containing between 5 
and 15 ring atoms ^^fe^en 1 and 3 rings, said 
heterocyclic group cont^Jf^at least one heteroatom 
group selected from -O- ,f-S-)T-3^, S0 2 , =N-, and -NH-, 
-N(R 5 )-, and -N(R 9 )- saidL het^ocyc^s group optionally 
containing one or more douke bfends, said heterocycle 
group optionally comprising a*je \r more aromatic rings, 
and said cyclic group optionally filing singly or 
multiply substituted by -Q 1 ; 



each Ar 4 is a cyclic group independently selected 
from the set consisting of an aryl gro\p which contains 
6, 10, 12, or 14 carbon atoms and between 1 and 3 
rings, and a heterocycle group containing^ between 5 and 
15 ring atoms and between 1 and 3 rings, s%id 
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heterocyclic group containing at least one heteroatom 
gr<\p selected from -0-, -S-, -SO-, S0 2 , =N-, -NH-, 
-N(r\-, and -N(Rg)- said heterocycle group optionally 
conta^ing one or more double bonds, said heterocycle 
group optionally comprising one or more aromatic rings, 
and saidVryclic group optionally being singly or 
multiply Substituted by -Qi/ 

each QAis independently selected from the group 
consisting ofV-NH 2 , -C0 2 H, -CI, -F, -Br, -1, -N0 2 , -CN, 
=0, -OH, -perf^uoro C ± _ 3 alkyl, -R 5 , -0R 5 , -NHR 5 , -0R g , 
-NHR 9 , -R g , -C(c\-R 10 , and 



O 
/ \ 

( 

\ / 
0 



CH ? ; 



provided that whenVAr 3 is substituted with a Q x 
group which comprises on4 or more additional -Ar 3 
groups, said addi^^nal -%3 groups are not substituted 
with another -Ar 3 * 



28. The comi 
27, wherein R 5 is selec 
of: 

-C(O)-R 10 , 
-C(0)0-R 9 , and 
-C(0) -NH-R 10 . 



;ed fror 



nrding to claims 26 or 
group consisting 



29. The compound according\to claim 28, 
wherein: \ 



10Q585SS ,,012802 
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i s 0 o r S ; 

L 13 is H or a C 1 _^ straight or branched alkyl group 
optionally substituted with -Ar 3 , -OH, -ORg, -C0 2 H, 
wherein\the R 9 is a C 1 ^^ branched or straight chain 
alkyl grotap; wherein Ar 3 is morpholinyl or phenyl, 
wherein thV phenyl is optionally substituted with Q 1 ; 



R 21 is 



or -CHo; 



Ar 2 is (hh)\ 



Y is O; 



each Ar 3 cyclic Voup is independently selected 
from the set consisting of phenyl, naphthyl, thienyl, 
quinolinyl, isoquinolinW , pyrazolyl, thiazolyl, 
isoxazolyl , benzotriazolyl , benzimidazolyl, 
thieno thienyl , imidazolyl Athiadiazolyl , 

benzo [b] thiophenyl, pyridyl\ benzof uranyl , and indolyl, 
and said cyclic group optionally being singly or 
multiply substituted by 



each Ar 4 cyclic group isAin&ep^dent ly selected 
from the set consisting of pttenyl ,^te trazolyl , 
pyridinyl, oxazolyl, naphthyl, pyr rmidinyl , and 
thienyl, and said cyclic group optionally being singly 
or multiply substituted by -Q 1 ; 



each Q 1 is independently selected 
consisting of -NH 2 , -CI, - F, -Br, -OH, - 
wherein R 5 is -C (O) -R 10 or -S(0) 2 -R 9 , ~0R 5 
-C(O)-R 10 , -0R g , -NHR 9 , and 



orn the group 
-NH-R 5 
^herein R5 is 



A O O SB 5 2! H », O :i 2 S O 2 
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o 

/ \ 

( 

\ / 

o 



CH 2 , 



wherein^ach R 9 and R 10 are independently a -C^g 
straightVr branched alkyl group optionally substituted 
with -Ar 3 ^herein Ar 3 is phenyl; 



provided\ that when -Ar 3 is substituted with a Q ± 
group which comprises one or more additional -Ar 3 
groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 ^ 




30. The compound according to claims 26 or 
27, wherein R 5 is selected from the group consisting 
of: 

-S (0) 2 - R 9' 
-S (0) 2 -NH-R 10 , 
-C(O)-C(O)-R 10 , 
-Rg, and 
-C(O)-C(O)-OR 10 . 



31. The compound 



to claim 30, 




wherein : 

m is 1 ; 
T x is O or S; 

R 13 is H or a C 1 _ q straight or brancHted alkyl group 
optionally substituted with -Ar 3 , -OH, -OR<k -C0 2 H, 
wherein the R 9 is a C x _ 4 branched or straight chain 
alkyl group; wherein Ar 3 is morpholinyl or phenyl, 



ioosssee .oiaaoa 
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wherein the phenyl is optionally substituted with Q 1 ; 
R 2 \is -H or -CH 3 ; 
Ar 2 i\ (hh) ; 
Y is O; 



each Ar 3 cwclic group is independently selected 
from the set consisting of phenyl, naphthyl, thienyl, 
quinolinyl, isoquknolinyl , pyrazolyl, thiazolyl, 
isoxazolyl, benzo^riazolyl , benzimidazolyl , 
thieno thienyl, imidazolyl , thiadiazolyl , 

benzo [b] thiophenyl, jayridyl, benzof uranyl, and indolyl, 
and said cyclic group\ppt ionally being singly or 
multiply substituted by^-C^; 



each Ar 4 cyclic group is independently selected 
from the set consisting of\phenyl, tetrazolyl, 
pyridinyl, oxazol vl^ — ngp hthVl , pyrimidinyl, and 
thienyl, and said c^^^cgr^^p optionally being singly 
or multiply substituted 



each Qj_ is indepen 
consisting of -NH 2 , -CI, 
wherein R 5 is -C(O)-R 10 or 
-C(O)-R 10 , -0R 9 , -NHR9 , and 




rom the group 
-NH-R 5 

2~%' ~ 0R 5 wherein R 5 is 



0 
/ \ 

( 

\ / 
0 



CH 2 , 



wherein each R 9 and R 10 are independent 1) 
straight or branched alkyl group optional! 



~ c l-6 

substituted 



10:058522 .012802 
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wit\ -Ar 3 wherein Ar 3 is phenyl; 



provided that when -Ar 3 is substituted with a Q x 

group wh\ch comprises one or more additional -Ar 3 

groups, sa^d additional -Ar 3 groups are not substituted 
with anothet -Ar 3 . 



10 



15 



20 



32. \ A compound represented by the formula: 

O 

^OR 13 



u 

Ri— N^Ra 
H 



wherein : 

m is 1 or 2 ; 

Ri is : 



(elO) 




R 3 is -C (O) -CH 2 -T 1 -R 11 ; T : 
-C (O) -Ar 4 ; 



11 15 



R 5 is selected from the group consisting of: 
-S (O) 2-R9/ 
-S (O) 2 -NH-R 10 , 
-C(O)-C(O)-R 10# 
-Rg, and 
-C (O) -C (O) -OR 10 ; 




X 5 is CH; 



I005852B ,012802 
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Y 2 is H 2 or O; 

>ach R g is independently selected from the group 
consisting of -Ar 3 and a -C ± _ e straight or branched 
alkyl gVoup optionally substituted with -Ar 3 , wherein 
the -Ci.^alkyl group is optionally unsaturated; 



each R\ n is independently selected from the group 
consisting o& -H, -Ar 3 , a -C 3 _ 6 cycloalkyl group, and a 
~ c l-6 straightXor branched alkyl group optionally 
substituted wit\ -Ar 3 , wherein the -C 1 ^ 6 alkyl group is 
optionally unsaturated; 



R 13 is selected from the group consisting of H, 
Ar 3 , and a C 1 _ 6 straight or branched alkyl group 
optionally substitute^ with -Ar 3 , -CONH 2 , -0R 5 , -OH, 
-0R 9 , or -C0 2 H; 

0R 13 is optionally -\(H)-OH; 



each R 2 i is inc 
consisting of -H or a 
group; 



lent 



.y selected from the group 
:raight or branched alkyl 



each Ar 3 is a cyclic group \ndependently selected 
from the set consist ing . of an ary\ group which contains 
6, 10, 12, or 14 carbon atoms and \etween 1 and 3 rings 
and an aromatic heterocycle group containing between 5 
and 15 ring atoms and between 1 and \ rings, said 
heterocyclic group containing at leas\ one heteroatom 
group selected from -0-, -S-, -SO-, So\ =N-, and -NH-, 
-N(R 5 )-, and -N(R 9 )- said heterocycle gAup optionally 
containing one or more double bonds, saidVheterocycle 
group optionally comprising one or more ar\matic rings, 
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an% said cyclic group optionally being singly or 
multiply substituted by -Q 1 ; 



eaVi Ar 4 is a cyclic group independently selected 
from the\et consisting of an aryl group which contains 
6, 10, 12,\pr 14 carbon atoms and between 1 and 3 
rings, and \ heterocycle group containing between 5 and 
15 ring atoms\and between 1 and 3 rings, said 
heterocyclic g^oup containing at least one heteroatom 
group selected ftrom -0-, -S-, -SO-, S0 2 , =N-, -NH-, 
-N(R 5 )-, and -N(R<M- said heterocycle group optionally 
containing one or more double bonds, said heterocycle 
group optionally comprising one or more aromatic rings, 
and said cyclic groupV>ptionally being singly or 
multiply substituted by^-C^; 



each Q x is independer^t ly selected from the group 
consisting of -NH 2 , -C0 2 H,Yci, - F, -Br, -I, -N0 2 , -CN, 
=0, -OH, -perfluoro C x _ 3 alkyl, R 5 , -0R 5 , -I 
-NHRg , -R 9 , -C(O)-R 10 , ai 



-NHR 5 , -0R g , 



0 

/ \ 

( 

\ / 
. O 



CH 2 ; 



provided that when -Ar 3 is substituted with a Q 1 

group which comprises one or more' additional -Ar 3 

groups, said additional -Ar 3 groups are\not substituted 
with another -Ar 3 . 



33. A compound represented by th)e formula: 



1005S5H2! ^ OJLSSOS 
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10 



15 




Ri— N^R3 
H 



OR 13 



(elO) 



R 2r 




H 



R 3 is -C(0)-H; 

R 5 is selected from \he group consisting of: 
-S (O) 2-R9/ 
-S (O) 2 -NH-R 10/ 
-C(O)-C(O)-R 10 , 
-R 9 , and 

-C (O) -C (O) -OR 10 ; 
X 5 is CH; 



20 




Y 2 is H 2 or O; 

each R 9 is independentlyXselectecK f rom the group 
consisting of -Ar 3 and a -C x ^ 6 ' straighAor branched 
alkyl group optionally substituted with\-Ar 3 , wherein 
the -C 1 _ 6 alkyl group is optionally unsaturated; 



each R 10 is independently selected from the group 
consisting of -H, -Ar 3 , a ~C 3 _ 6 cycloalkyl Aoup,- and a 



:iL Q OS S 5 B B „ O .;i 3 B O 2 



- 794 - 

" c l-6 straight or branched alkyl group optionally 
substituted with -Ar 3 , wherein the -C^.g alkyl group is 
op\ionally unsaturated; 

t 13 is selected from the group consisting of H, 
Ar 3 , a^ad a C 1 ^ e straight or branched alkyl group 
optionally substituted with -Ar 3 , -CONH 2 , -OR 5 , -OH, 
-0R 9 , or\-C0 2 H; 



OR 



13 



optionally -N(H)-OH; 



each R 2 i \s independently selected from the group 
consisting of -^H or a -C ± _ 6 straight or branched alkyl 
group; % 

each Ar 3 is a Vyclic group independently selected 
from the set consisting of an aryl group which contains 
6, 10, 12, or 14 carbon atoms and between 1 and 3 rings 
and an aromatic heterocwcle group containing between 5 
and 15 ring atoms and between 1 and 3 rings, said 
heterocyclic group containing at least one heteroatom 
group selected from "C>N^V/ -SO-, S0 2 , =N-, and -NH-, 
-N(R 5 )- / and -N(R 9 )- sasd. h^erocycle group optionally 
containing one or more douOT^^ads , said heterocycle * 
group optionally comprisina/oni orVore aromatic rings, 
and said cyclic group optipnall\ bein^y singly or 
multiply substituted by -Q ± ; 



each Q 1 is independently selec\ed 
consisting of -NH 2 , -C0 2 H, -CI, -F, 
=0, -OH, -perfluoro alkyl, R 5 , - 

-NHR 9 , -R 9 , -C(O)-R 10 , and 



from the group 
r, -I, -N0 2 , -CN, 
-NHR 5 , -0R 9 , 
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o 

/ \ 

( 

\ / 

o 



CH 2 ; 



provided that when -Ar 3 is substituted with a Q 1 
group wJjiich comprises one or more additional -Ar 3 
groups, ^pid additional -Ar 3 groups are not substituted 
with anot 




The compound according to claims 32 or 



33, wherein 



R 13 is H or a straight or branched alkyl group 

optionally substituted with -Ar 3 , -OH, -0R 9 , -C0 2 H, 
wherein the R 9 is a cA 4 branched or straight chain 
alkyl group; wherein Ar\ is morpholinyl or phenyl, 
wherein the pheny^^s opkonally substituted with Q ± ; 



R 2 i is -H or -CH^ 



each Ar 3 cyclic o^roup is \nde" 
from the set consisting of phen\l 
quinolinyl, isoquinoli 
isoxazolyl, benzotr iazc^lyl , benzi 



ndently selected 
naphthyl , thienyl , 
yl, thiazolyl, 
dazolyl, 



t hi eno thienyl , imidazolyl , thiadiaz<s>lyl , 

benzo [b] thiophenyl, pyridyl, benzof u^anyl , and indolyl, 
and said cyclic group optionally beincj^singly or 
multiply substituted by -Q 1 ; 



each Ar 4 cyclic group is independent jV selected 
from the set consisting of phenyl, tetrazo%l, 



JL O Q S 8522 Q 2 S O S 



10 



15 



20 
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>yridinyl, oxazolyl, naphthyl, pyr imidinyl , and 

lyl, and said cyclic group optionally being singly 
multiply substituted by -Qi; 

ach Q x is independently selected from the group 



consis 
wherein 
-C (0) -R 10 



Of -NH 2 , -CI, - F, -Br, -OH, -R 9 , -NH-R 5 
is -C(O)-R 10 or -S(0) 2 -Rg/ "0R 5 wherein R 5 is 
-OR 9 , -NHR 9 , and 
,0 




wherein each R 9 a\d R 10 are independently a -C 1 _ 6 
straight or branched alkyl group optionally substituted 
with -Ar 3 wherein aA is phenyl; 

provided that whe\ -Ar 3 is substituted with a Q ± 

group which comprises oirfe or more additional -Ar- 

groups, said additional -^3 groups are not substituted 
with another -Ar 3 . 



A compou 



esented by the formula 



(XI) 



R1-1 



wherein : 

m is 1 ; 




25 



R x is : 



1CIQ5S52 2 ■« O JL 2S02 
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(elO) 




is -CO-CH 2 -T 1 -R 11 and R 1X is -Ar 4 ; 
R 5 \ s selected from the group consisting of; 

-c (oVr 10 , 

-C(0)GjrR 9/ and 

-c (O) -Nfe-R 10 ; 

X 5 is CH; 
Y 2 is O; 
T x is O or S; 



each R 9 is independently selected from the group 
consisting of -Ar 3 and \^-C 1 _ 6 straight or branched 
alkyl group optionally substituted with -Ar 3 , wherein 
the -C x _ 6 alkyl group is optionally unsaturated; 



each R 10 is indepe 
consisting of -H, -Ar 3 , 
~C 1 _ 6 straight or branched alkyA gr 
substituted with -Ar 3 , wh^ein til 
optionally unsaturated; 



selected from the group 
loalkyl group, and a 

optionally 
-C 1 _ 6 alkyl group is 



R 13 is H or a C x _ 4 straight or branched alkyl group 
optionally substituted with -Ar 3 , -OH,\-OR 9 , -C0 2 H, 
wherein the R g is a C 1-4 branched or straight chain 
alkyl group; wherein Ar 3 is morpholinyl \r phenyl, 



1QQ58S2S «, QI28Q2 
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lerein the phenyl is optionally substituted with Q 1 ; 



R 2 i is -H or -CH 3 ; 



10 



ich Ar 3 cyclic group is independently selected 
from th\ set consisting of phenyl, naphthyl, thienyl, 
quinolinVl, isoquinolinyl , pyrazolyl, thiazolyl , 
isoxazolyJJL benzotriazolyl , benzimidazolyl , 
thienothierwl, imidazolyl, thiadiazolyl , 

benzo [b] thiofehenyl, pyridyl, benzof uranyl , and indolyl, 
and said cyclic group optionally being singly or 
multiply substituted by -Qi; 



15 



each Ar 4 cyclic group is independently selected 
from the set consisting of phenyl, tetrazolyl, 
pyridinyl, oxazolyA naphthyl, pyrimidinyl, and 
thienyl, and said cyclic group optionally being singly 
or multiply substituted by -Q ± ; 



20 



each Q x is independently selected from the group 
consisting of -NH 2 , -CI, \f, -Br, -OH, -R 9 , -NH-R 5 
wherein R 5 is -C (0) -R 10 oA-S (0) 2" R 9/ "OR 5 wherein R 5 is 
-C(O)-R 10 , -OR 9 , -NHR 9 , and 



0 
/ \ 

\ / 
0 



CH 2 f 



25 wherein each R 9 and R 10 are \idepdhdent ly a -C 1 _ 6 

straight or branched alkyl group optionally substituted 
with -Ar 3 wherein Ar 3 is phenyl; 



30 



provided that when -Ar 3 is substituted with a Q ± 
group which comprises one or more additional -Ar 3 



IOO S3522 «QdLS-eOS 
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groups, said additional -Ar 3 groups are not substituted 
rith another -Ar 3 . 

A compound represented by the formula: 
O 



Ri — N R3 
H 



wherein : 

m is 1 ; 




^OR 13 



(elO) 



R21- 



R 3 is -CO-CH 2 -T 1 -R 11 \and R X1 is -Ar 4 ; 

R 5 is selected from th^ group consisting of: 
-S (0) 2-R9/ 
-S (0) 2 -NH-R 10 , 
-C (0) -C (O) -R 10 , 
~R 9/ and 

-C (0) -C (O) -OR 10 ; 
X 5 is CH; 
Y? is O; 




T 1 is O or S; 
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each R 9 is independently selected from the group 
msisting of -Ar 3 and a -C ± _ 6 straight or branched 
alTfcyl group optionally substituted with -Ar 3 , wherein 
the\-C 1 _ 6 alkyl group is optionally unsaturated; 

each R 10 is independently selected from the group 
consisting of -H, -Ar 3 , a -C 3 _ 6 cycloalkyl group, and a 
~ c l-6 straight or branched alkyl group optionally 
substituted\with -Ar 3 , wherein the -C 1 _$ alkyl group is 
optionally unsaturated; 



R 13 is H o\ a Cq__4 straight or branched alkyl group 
optionally substituted with -Ar 3 , -OH, -OR 9 , -C0 2 H, 



wherein the R 9 is 
alkyl group; where: 
wherein the phenyl 



c l-4 branched or straight chain 
Ar 3 is morpholinyl or phenyl, 
optionally substituted with Q x ; 



R 2 i is -H or -CH 3 ;> 



each Ar 3 cyclic grou^ is independently selected 
from the set consisting of \phenyl, naphthyl, thienyl, 
quinolinyl, isoquinolinyl, pyrazolyl, thiazolyl, 
isoxazolyl, benzotr iazolyl , bknzimidazolyl , 



iazolyl , 

ranyl, and indolyl, 
singly or 



t hi eno thienyl, imidazol 
benzo [b] thiophenyl , pyri 
and said cyclic group optio 
multiply substituted by -Q x 



each Ar 4 cyclic group is independently selected 
from the set consisting of phenyl, tetWzolyl, 
pyridinyl, oxazolyl, naphthyl, pyrimidiiVl, and 
thienyl, and said cyclic group opt ionallykbeing singly 
or multiply substituted by -Q]_; 





# 
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each Q x is independently selected from the group 
nsisting of -NH 2 , -CI, -F, -Br, -OH, -R 9 , -NH-R 5 
rein R 5 is -C (O) -R 10 or -S(0) 2 -*<9, ~OR 5 wherein R 5 is 
-C(OU-R 10 , -OR 9 , -NHR9, and 



wh 



O 

/ \ 

< 

\ / 

o 



CH 2 , 



wherein eacfe R 9 and R 10 are independently a -C 1 _ 6 
straight or Vranched alkyl group optionally substituted 
with -Ar 3 whe^in Ar 3 is phenyl; 

provided that when -Ar 3 is substituted with a Q ± 

group which comprises one or more additional -Ar 3 

groups, said addit^nal -Ar 3 groups are not substituted 
with another -Ar 3 . 

37. The compDund according to claim 7 
selected from the group ^consisting of: 



213e 



302 
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>05b 





n -^-n\ h 



605c 



H 




605d 



OH 



605e 





OH 



H 



605f 



HO H O 



.j.. o o s e s s s „ o ± s e o e 
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621 



N-V~tj 0 H V 



I, 



621 



622 



H 0 H Jf 




H 5 



O 



o m Ah 



62 3 



HO 



OH 




OH 



624 




J. O O 5 B S 2 2 ,» © :i -2.3 O 2 
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635 




40. 

68, selected 



e compound according to claims 8 or 
from\ the group consisting of: 



214c 



H 3 C ' 




217c 



H 3 cAi 




H O, 



s OH O CI 

Or 




.1,411 Q 5 85 2 e - Q JL 2 S OS 
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.418 




IV 



419 




420 




422 



^ ? 



, N' 



N 



N J H 



423 




n o o bbs a a ,„, q jl a s o a 




:l o o s s s a a « o i a s o a 




± O Q 5 S S 2 2 „ O JL 2 S O 2 
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o 



486 
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:i o OS 85 2 e ra o jl s e o 
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886 




OH O 




887 



•|\r^N o 



1004 




H O 



o 

O^N 



H 




OH 



1005 



H3CO o 




OH 
H 



1006 



CI o 




)H 



jl o oss s e e „, o .1. s s o e 




:i o o 5 s 5 2 e , o i a s o e 




1019 



v CH,0 




1020 




1022 




1023 



HsC-< 



N 




± o o 5 e 52 a . o i a e o a 




:± O Gl 5 S 5 5 2 -OI S -S Q S 




.,1 0 O 5 S S E B •» O ± 2.8 G B 




dL005S5S2 . O I28.02 
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\o 

y h °oV i y h 



JL O Q SS S 2 2 . O JL .5 S O 2 




± O O 5 S 5 2 S „ O JL s s o s 




JLOQ5&SS2 0.12S D2 
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1085 




U 



A' 



o 



1087 



HjC \o 




H O, 



1088 




A 



OH 



1089 



H H 




N 

N 

H O 



O ° 
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41. TheT^ompound according to claim 33 
selected from the grocto consisting of: 
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an ICE inhibito^according to any one of claims 1-41 
and 57-135 in an amb^iAt effective for treating or 
preventing an IL-l-mediaFe2K<iisease and a 
pharmaceutically acceptable carri^ 



^73. A pharmaceutical composition comprising 
an ft£E inhibitor according to any one of claims 1-41 
and 5\-135 in an amount effective for treating or 
preventing an apoptosis-mediated disease and a 
pharmaceu\ically acceptable carrier. 



10 



15 



44\ The pharmaceutical composition according 
to claim 42, wkrein the IL-l-mediated disease is an 
inflammatory dis\ase selected from the group consisting 
of osteoarthri tisXacute pancreatitis, chronic 
pancreatitis, asthmaL and adult respiratory distress 
syndrome . 



45. The pharmaceutical composition according 
to claim 44, wherein the inflammatory disease is 
osteoarthritis or acute pancreatitis. 



20 



25 



46. The phar^9^iiti( 
to claim 42, wherein the 
autoimmune disease selected fr 
of glomeralonephritis, rheuma 
lupus erythematosus, sclerode 



composition according 
ted disease is an 
roup consisting 
oid aisth^fcis, systemic 
chAnic thyroiditis , 



Grave's disease, autoimmune gastritis, \insulin- 
dependent diabetes mellitus (Type I), aiXoimmune 
hemolytic anemia, autoimmune neutropenia, 
thrombocytopenia, chronic active hepatitis Xmyasthenia 
gravis, inflammatory bowel disease, Crohn's \sease, 
psoriasis, and graft vs host disease. 
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47. The pharmaceutical composition according 
to Vlaim 46, wherein the autoimmune disease is 
rheumatoid arthritis, inflammatory bowel disease, or 
Crohn\s disease, or psoriasis. 

48. The pharmaceutical composition according 
to claim \2, wherein the IL-l-mediated disease is a 
destructive^ bone disorder selected from the group 
consisting o\ osteoporosis or multiple myeloma-related 
bone disorder* 



49. T^e pharmaceutical composition according 
to claim 42, wherein the IL-l-mediated disease is a 
proliferative disorder selected from the group 
consisting of acute \yelogenous leukemia, chronic 
myelogenous leukemia, Vnetas tat ic melanoma, Kaposi's 
sarcoma, and multiple %eloma. 



'i^eutical 



50. The pharmaceutical composition according 
to claim 42, wherein the IB^-I -mediated disease is an 
infectious disease, selected from the group consisting 
of sepsis, septic shock,^^4^\higellosis . 



51. The pharmaceiCt i^?kL Composition according 
to claim 42, wherein the IL- Vmeckatfll disease is a 
degenerative or necrotic disease, \selected from the 
group consisting of Alzheimer's di^ase, Parkinson's 
disease, cerebral ischemia, and myocardial ischemia. 

52. The pharmaceutical composition according 
to claim 51, wherein the degenerative disease is 
Alzheimer' s disease. 



53. The pharmaceutical composition according 
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to^aim 43, wherein the apoptosis-mediated disease is 
a degenerative disease, selected from the group 
consist^ of Alzheimer's disease, Parkinson's disease, 
cerebral i^hemia, myocardial ischemia, spinal muscular 
atrophy, multWle sclerosis, AIDS-related encephalitis, 
HIV-related encephalitis, aging, alopecia, and 
neurological damagK due to stroke, 

54. A ph&rma^utical composition for 
inhibiting an ICE-medaS^eck function comprising an ICE 
inhibitor according to any tf^e of claims 1-41 and 57- 
135 and a pharmaceutically accountable carrier. 



59v. A method for treating or preventing a 
disease selected from the group consisting of an IL-1 
mediated disease, an apoptosis mediated disease, an 
inflammatory disease, an autoimmune disease, a 
destructive bone ^disorder, a proliferative disorder, an 
infectious diseased a degenerative disease, a necrotic 
disease, osteoarthAtis, pancreatitis, asthma, adult 
respiratory distress Nsyndrome, glomeralonephri t is , 
rheumatoid arthritis, ^ystemic lupus erythematosus, 
scleroderma, chronic thyroiditis, Grave's disease, 
autoimmune gastritis, inteulin-dependent diabetes 
mellitus (Type I) , autoimmune hemolytic anemia, 
autoimmune neutropenia, thrombocytopenia, chronic 
active hepatitis, myasthenia gravis, inflammatory bowel 
disease, Crohn's disease, psoriasis, graft vs host 
disease, osteoporosis, multiple myeloma-related bone 
disorder, acute myelogenous lWkemia, chronic 
myelogenous leukemia, metastatic melanoma, Kaposi's 
sarcoma, multiple myeloma, sepsis, septic shock, 
Shigellosis, Alzheimer's disease, Parkinson's disease, 
cerebral ischemia, myocardial ischemia, spinal muscular 



; ess 2 » o .arai s o e 
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atrophyT^qjl tiple sclerosis, AIDS-related encephalitis, 
HIV-related en^re^halitis, aging, alopecia, and 
neurological damage aue to stroke in a patient 
comprising the step of administering to said patient a 
pharmaceutical composition accorctls^r to any one of 
claims 42 to 54. 



10 



56. The method according to claim 55, 
wherein the disease is selected from the group 
consisting of osteoarthritis, acute pancreatitis, 
rheumatoid arthritis, inflammatory bowel disease, 
Crohn's disease, psoriasis, and Alzeheimer's disease, 



57. A compound represented by the formula: 



15 



(III) R 1 -N-R 2 
H 



wherein : 

R x is selected from the group consisting of the 
following formulae : 



20 



(elO) 




(ell) 
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(el2) 



(w2) 



(yi) 



(y2) 



(z) 




; and 



ring C is chosen from the group consisting of 
benzo, pyrido, thieno, pyrrolo, furano, thiazolo, 
isothiazolo, oxazolo, isoxazolo, pyrimido, imidazolo, 
cyclopentyl, and cyclohexyl; 



3Loo5ss.ee * oj.es o a 
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o 




, or 



m is 1 or 2; 

each R 5 is independently selected from the group 
consisting of: 

-C (O) -R 10 , 

-C (O) O-Rg, 

-C (O) -N(R 1Q ) (R 1Q ) 

-S (O) 2 -R 9 , 

-S (O) 2 -NH-R 10 , 

-C (O) -CH 2 -0-R 9 , 

-C(0)C(0) -R 10> 

-H, 

-C (0)C (O) -OR 10/ and 
-C(0)C(0)-N(R 9 ) (R 10 ) ; 

X 5 is CH or N; 
Y 2 is H 2 or O; 
X 7 is -N(R 8 )- or -0-; 

R 6 is selected from the group consisting of -H and 

-CH 3 ; 
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Rg is selected from the group consisting of: 
-C(O)-R 10 , 
-C (O) 0-R 9 , 
-C(O)-N(H)-R 10 , 
-S (0) 2 ~R 9 , 
-S (O) 2 -NH-R 10/ 
-C (O) -CH 2 -OR 10 , 
-C(O)C(O)-R 10 ; 
-C (O) -CH 2 N(R 10 ) (R 1Q ) , 
-C (O) -CH 2 C (O) -O-Rg, 
-C (O) -CH 2 C (O) -R 9 , 
-H, and 

-C (O) -C (O) -OR 10 ; 

each R 9 is independently selected from the group 
consisting of -Ar 3 and a -C x _ 6 straight or branched 
alkyl group optionally substituted with -Ar 3 , wherein 
the -C 1 _ 6 alkyl group is optionally unsaturated; 

each R 10 is independently selected from the group 
consisting of -H, -Ar 3 , a -C 3 _ 6 cycloalkyl group, and a 
-C 1 _ 6 straight or branched alkyl group optionally 
substituted with -Ar 3 , wherein the ~C 1 _ 6 alkyl group is 
optionally unsaturated; 

R 13 is selected from the group consisting of H, 
Ar 3 , and "a -C ± _ 6 straight or branched alkyl group 
optionally substituted with -Ar 3 , -CONH 2 , -0R 5 , -OH, 
-0R 9/ or -C0 2 H; 

each R 51 is independently selected from the group 
consisting of R 9 , -C(0)-R 9 , -C (O) -N (H) -R 9 , or each R 51 
taken together forms a saturated 4-8 member carbocyclic 
ring or heterocyclic ring containing -0-, -S-,. or -NH-; 
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each R 2 i is independently selected from the group 
consisting of -H or a -C 1 ^ 6 straight or branched alkyl 
group; 

each Ar 3 is a cyclic group independently selected 
from the set consisting of an aryl group which contains 
6, 10, 12, or 14 carbon atoms and between 1 and 3 rings 
and an aromatic heterocycle group containing between 5 
and 15 ring atoms and between 1 and 3 rings, said 
heterocyclic group containing at least one heteroatom 
group selected from -0-, -S-, -SO-, S0 2 , =N-, and -NH-, 
said heterocycle group optionally containing one or 
more double bonds, said heterocycle group optionally 
comprising one or more aromatic rings, and said cyclic 
group optionally being singly or multiply substituted 
by -Q x ; 

each Q ± is independently selected from the group 

consisting of -NH 2 , -C0 2 H, -CI, -F, -Br, -I, -N0 2 , -CN, 

=0, -OH, -perfluoro C 1 _ 3 alkyl, R 5 , -0R 5 , -NHR 5 , -0R 9 , 

-N(R 9 )(R 10 ), -R 9 , -C(O)-R 10 , and 0 

/ \ 

CH 2 , 

\ / 
0 

provided that when -Ar 3 is substituted with a Q x 
group which comprises one or more additional -Ar 3 
groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 . 

58. Th^compound according to claim 57, 
wherein R x is (w2) . 



59. The comp- 



rding to claim 57, 
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; and 



62. A compound represented by the formula: 

O 



(IV) 




H 

5 wherein: 

m is 1 or 2 ; 

R 1 is selected from the group consisting of the 
following formulae : 



10 



(elO-A) 
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15 



ring C is chosen from the group consisting of 
benzo, pyrido, thieno, pyrrolo, furano, thiazolo, 
isothiazolo, oxazolo, isoxazolo, pyrimido, imidazole 



- 866 - 



cyclopentyl, and cyclohexyl; 

R 3 is selected from the group consisting of: 
-CN, 

-C(0)-H, 

-C (0) "CH 2 -T 1 -R 11 , 
-C (0) -CH 2 -F, 
-C=N-0-R 9 , and 
-C0-Ar 2 ; 

each R 5 is independently selected from the group 
consisting of: 

-C(O)-R 10 , 

-C (0) 0-R 9 , 

-C(0) -N(R 10 ) (R 1Q ) 

-S (0) 2-R9/ 

-S (0) 2 -NH-R 10 , 

-C (0) -CH 2 -0-R 9 , 

-C(0)C(0) -R 10 , 

- R 9, 
-H, 

-C(0)C (0) -OR 10 , and 
-C (0)C (0) -N(R g ) (R 10 ) ; 

Y 2 is H 2 or 0; 

X 7 is -N(R 8 ) - or -0-; 

each T 1 is independently selected from the group 
consisting of -0-, -S-, -S(0)-, and -S(0) 2 -; 

R 6 is selected from the group consisting of -H and 

-CH 3 ; 

R 8 is selected from the group consisting of: 
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-C(O)-R 10 , 

-C(0)0-R 9 , 

-C (O) -NH-R 10 , 

-S (O) 2 -R g< 

-S (O) 2 -NH-R 10 , 

-C (O) -CH 2 -OR 10 , 

-C (0) C (0) -R 10 , 

-C(O)-CH 2 -N(R 10 ) (R 1Q ) , 

-C (0) -CH 2 C (0) -0-R 9 , 

-C (0) -CH 2 C (0) -R 9 , 

-H, and 

-C (O) -C (O) -OR 10 ; 

each R 9 is independently selected from the group 
consisting of -Ar 3 and a -C^q straight or branched 
alkyl group optionally substituted with -Ar 3 , wherein 
the -C 1 _ 6 alkyl group is optionally unsaturated; 

each R 10 is independently selected from the group 
consisting of -H, -Ar 3 , a -C 3 _ 6 cycloalkyl group, and a 
-c l-6 straight or branched alkyl group optionally 
substituted with -Ar 3 , wherein the -C 1 _ 6 alkyl group is 
optionally unsaturated; 

each R 11 is independently selected from the group 
consisting of: 
-Ar 4 , 

- (CH 2 ) !_ 3 -Ar 4 , 
-H, and 
-C (0) -Ar 4 ; 

R i5 is selected from the group consisting of -OH, 
-0Ar 3 , -N(H)-0H, and -0C 1 _ 6 , wherein C 1 _ 6 is a straight 
or branched alkyl group optionally substituted with 
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-Ar 3 , -CONH 2 , -0R 5/ -OH, -ORg, or -C0 2 H; 

each R 21 is independently selected from the group 
consisting of -H or a -C 1 _ e straight or branched alkyl 
group; 

Ar 2 is independently selected from the following 
group, in which any ring may optionally be singly or 
multiply substituted by -Q 1 or phenyl, optionally 
substituted by Q 1 : 



(hh) 
(ii) 




, and 



wherein, each Y is independently selected from the 
group consisting of 0 and S; 

each Ar 3 is a cyclic group independently selected 
from the set consisting of an aryl group which contains 
6, 10, 12, or 14 carbon atoms and between 1 and 3 rings 
and an aromatic heterocycle group containing between 5 
and 15 ring atoms and between 1 and 3 rings, said 
heterocyclic group containing at least one heteroatom 
group selected from -0-, -S-, -SO-, S0 2 , =N-, and -NH-, 
-N(R 5 )-, and -N(R 9 )- said heterocycle group optionally 
containing one or more double bonds, said heterocycle 
group optionally comprising one or more aromatic rings, 
and said cyclic group optionally being singly or 
multiply substituted by -Q 1 ; 

each Ar 4 is a cyclic group independently selected 
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from the set consisting of an aryl group which contains 
6, 10, 12, or 14 carbon atoms and between 1 and 3 
rings, and a heterocycle group containing between 5 and 
15 ring atoms and between 1 and 3 rings, said 
5 heterocyclic group containing at least one heteroatom 

group selected from -0-, -S-, -SO-, S0 2 , =N- , -NH-, 
-N(R 5 )-, and -N(R g )- said heterocycle group optionally 
containing one or more double bonds, said heterocycle 
group optionally comprising one or more aromatic rings, 
10 and said cyclic group optionally being singly or 

multiply substituted by -Q^; 

each Q 1 is independently selected from the group 

consisting of -NH 2 , -C0 2 H, -CI, - F, -Br, -I, -N0 2 , -CN, 

=0, -OH, -perfluoro C x _ 3 alkyl, R 5 , -OR 5 , -NHR 5 , -OR g , 

15 -N(R 9 )(R 10 ), -R 9 , -C(O)-R 10 , and 0 

/ \ 

CH 2 ; 

\ / 
0 

20 provided that when -Ar 3 is substituted with a Q]_ 

group which comprises one or more additional -Ar 3 
groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 . 
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wherekin : 



(V) 



Ri-N^R 3 
H 



Ri i! 




R 3 is selected fr\m the group consisting of: 
10 -CN, 

-C(0)-H, 

-C (O) -ch 2 -Vr u , 

-C (O) -CH 2 -F, 
-C=N-0-R g , ant 
15 -CO-Ar- 



20 



each R 5 is indepetode*! 
consisting of: 

-C(O)-R 10 , 
-C (O) 0-R 9 , 
-C(O) -N(R 10 ) (R 10 ) 
-S (O) 2 -R 9 , 
-S (O) 2 -NH-R 10 , 
-C (O) -CH 2 -0-R 9 , 
-C (O) C (0) -R 10; 



25 



-R 



9, 



.y selected from the group 
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-C (O) C (O) -OR 10/ and 
-C(0)C(0)-N(R g ) (R 10 ) ; 

is H 2 or 0; 

eacl\ is independently selected from the group 
consistin^of -O- , -S- , -S(O)-, and -S(0) 2 -; 

each R 9 \is independently selected from the group 
consisting of\-Ar 3 and a -C 1-6 straight or branched 
alkyl group op\ionally substituted with -Ar 3 , wherein 
the -C^_5 alkylVrroup is optionally unsaturated; 

each R 10 is independently selected from the group 
consisting of -H, V^r 3 , a -C 3 _ 6 cycloalkyl group, and a 
~ c l-6 straight or branched alkyl group optionally 
substituted with -Ar\ wherein the -C x _ 6 alkyl group is 
optionally unsaturatec 

each Rn is independently selected from the group 
consisting of : 
-Ar 4 , 

- (CH 2 ) i- 3 -Ar 4i 
-H, and 
-C (0) -Ar 4 ; 

R 15 is selected from tie gi^Bftp Consisting of -OH, 
-OAr 3 , -N (H) -OH, and -0C 1 ^ 6 , wher\in C x _ 6 is a straight 
or branched alkyl group optional l\ substituted with 
-Ar 3 , -CONH 2 , -0R 5 , -OH, -OR 9 , or -\0 2 H; 



R 21 is " CH 3' 



Ar 2 is independently selected from the following 
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group, in which any ring may optionally be singly or 
multiply substituted by -Q 1 or phenyl, optionally 
subst\tuted by Q 1 : 



(ii) 



.-CO 



, and 



wherein ecLh Y is independently selected from the 
group consisting^ of O and S; 



10 



15 



20 



each Ar 3 is aXcyclic group independently selected 
from the set consisting of an aryl group which contains 
6, 10, 12, or 14 carton atoms and between 1 and 3 rings 
and an aromatic heter\cycle group containing between 5 
and 15 ring atoms and ietween 1 and 3 rings, said 
heterocyclic group containing at least one heteroatom 
group selected from -0-, V-S-, "SO-, S0 2 , =N-, and -NH-, 
-N(R 5 )-, and -N(R 9 )- said \eterocycle group optionally 
containing one or more double bonds, said heterocycle 
group optionally comprising W or more aromatic rings, 
and said cyclic group optionally being singly or 
multiply substituted by -Q x ; 



25 



each Ar 4 is a cyclic grdTS^Wdependent ly selected 
from the set consisting of an a^\ g^up which contains 
6, 10, 12, or 14 carbon atoms and\etween 1 and 3 
rings, and a heterocycle group containing between 5 and 
15 ring atoms and between 1 and 3 riags, said 
heterocyclic group containing at leas\ one heteroatom 
group selected from -0-, -S-, -SO-, So\ =N-, -NH-, 
-N(R 5 )-, and -N(R 9 )- said heterocycle gA^up optionally 
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containing one or more double bonds, said heterocycle 
grd\p optionally comprising one or more aromatic rings, 
and ^gid cyclic group optionally being singly or 
multiply substituted by -Q]_; 



10 



each ^ is independently selected from the group 
consisting o5L -NH 2 , -C0 2 H, -CI, -F, -Br, -I, -N0 2 , -CN, 
=0, -OH, -perfVoro C x _ 3 alkyl, R 5 , -0R 5 , -NHR 5 , -0R g , 
-N(R 9 )(R 10 ), -R g \-C (0) -R 10 , and O 



/ \ 

( 

\ / 
0 



15 



provided that when ^r 3 is substituted with a Q x 
group which comprises one eta: more additional -Ar 3 
groups, said additional -Ar 3 Vroups are not substituted 
with another -Ar 3 . 



66. A compound represented by the formula: 

O 

(V) Rl5 



wherein : 




20 



m is 1 or 2; 



Ri is: 



(elO-B) 




25 



R 3 is selected from the group consisting of: 
-CN, 
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-C(0)-H, 

-C (0) -CH 2 -T 1 -R 11/ 
-C (0) -CH 2 -F, 
-ON-0-R9, and 
5 -C0-Ar 2 ; 

each R 5 is -C (O) C (0) -OR 10 ; 

Y 2 is H 2 or O; 

each T 1 is independently selected from the group 
10 consisting of -O-, -S-, -S(0)-, and -S(0) 2 ~; 

each R 9 is independently selected from the group 
consisting of -Ar 3 and a -C x _ 6 straight or branched 
alkyl group optionally substituted with -Ar 3 , wherein 
the -C ± _ 6 alkyl group is optionally unsaturated; 

15 each R 10 is independently selected from the group 

consisting of -H, -Ar 3 , a -C 3 _ 6 cycloalkyl group, and a 
-C 1 _ 6 straight or branched alkyl group optionally 
substituted with -Ar 3 , wherein the -C ± _ 6 alkyl group is 
optionally unsaturated; 

20 each R X1 is independently selected from the group 

consisting of: 
-Ar 4 , 

- (CH 2 ) i_ 3 -Ar 4 , 
-H, and 
25 -C (O) -Ar 4 ; 



R 15 is selected from the group consisting of -OH, 
-OAr 3/ -N(H)-OH, and -0C 1 _ 6f wherein C x ^ 6 is a straight 
or branched alkyl group optionally substituted with 
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10 



15 



20 



-Ar 3 , -C0NH 2 , -0R 5 , -OH, -0R 9 , or -C0 2 H; 

each R 2 i is independently selected from the group 
consisting of -H or a "~C 1 _ 6 straight or branched alkyl 
group; 

Ar 2 is independently selected from the following 
group, in which any ring may optionally be singly or 
multiply substituted by -Q x or phenyl, optionally 
substituted by Q 1 : 



wherein each Y is independently selected from the 
group consisting of 0 and S; 

each Ar 3 is a cyclic group independently selected 
from the set consisting of an aryl group which contains 
6, 10, 12, or 14 carbon atoms and between 1 and 3 rings 
and an aromatic heterocycle group containing between 5 
and 15 ring atoms and between 1 and 3 rings, said 
heterocyclic group containing at least one heteroatom 
group selected from -0-, -S-, -SO-, S0 2 , =N-, and -NH-, 
-N(R 5 )-, and -N(R 9 )- said heterocycle group optionally 
containing one or more double bonds, said heterocycle 
group optionally comprising one or more aromatic rings, 
and said cyclic group optionally being singly or 
multiply substituted by -Q]_; 

each Ar 4 is a cyclic group independently selected 




and 
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from the set consisting of an aryl group which contains 
6, 10, 12, or 14 carbon atoms and between 1 and 3 
rings, and a heterocycle group containing between 5 and 
15 ring atoms and between 1 and 3 rings, said 
heterocyclic group containing at least one heteroatom 
group selected from -0-, -S-, -SO-, S0 2 , =N-, -NH-, 
-N(R 5 )-, and -N(R 9 )- said heterocycle group optionally 
containing one or more double bonds, said heterocycle 
group optionally comprising one or more aromatic rings, 
and said cyclic group optionally being singly or 
multiply substituted by -Q^; 

each Q ± is independently selected from the group 
consisting of -NH 2 , -C0 2 H, -CI, -F, -Br, -I, -N0 2 , -CN, 
=0, -OH, -perfluoro C 1 _ 3 alkyl, R 5 , -0R 5 , -NHR 5 , -0R 9 , 
-N(R 9 )(R 10 ), -R 9 , -C(O)-R 10 , and 0 

/ \ 

CH 2 ; 

\ / 
0 

provided that when -Ar 3 is substituted with a Q 1 
group which comprises one or more additional -Ar 3 
groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 . 

67. The cos^ound according to claim 66, 
wherein R 21 is -CH 3 . ^"^''''y^^ 

68. A compound represented by the formula: 
(V) 

wherein : 




ssaa . o aaao2 



m is 1 or 2; 



Ri is : 
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H ~° 



R3 is selected from the group consisting of: 
-CN, 

-C(O) -H, 

-C (0) "CH 2 -T 1 -R 11 , 
-C (0) -CH 2 -F, 
-C=N-0-R 9 , and 
-CO-Ar 2 ; 

each R 5 is independently selected from the group 

consisting of: 

-C(O)-R 10 , 

-C(0)0-R 9 , 

-C(O)-N(R 10 ) (R 1Q ) 

-S (O) 2 -Rg/ 

-S (0) 2 -NH-R 10 , 

-C (0) -CH 2 -0-R 9/ 

-C (O)C (0) -R 10 , 

" R 9, 
-H, 

-C (0) C (0) -OR 10f and 
-C(0)C(0)-N(R 9 ) (R 10 ) ; 



Y 2 is H 2 or 0; 
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each T ± is independently selected from the group 
consisting of -0-, -S-, -S (0) -, and -S(0) 2 -; 

each R 9 is independently selected from the group 
consisting of -Ar 3 and a -C ± ^ 6 straight. or branched 
alkyl group optionally substituted with -Ar 3 , wherein 
the -Ci-g alkyl group is optionally unsaturated; 

each R 10 is independently selected from the group 
consisting of -H, -Ar 3 , a -C 3 _ 6 cycloalkyl group, and a 
-C 1 ^ 6 straight or branched alkyl group optionally 
substituted with -Ar 3 , wherein the ~C 1 _ 6 alkyl group is 
optionally unsaturated; 

each R lx is independently selected from the group 
consisting of: 
-Ar 4 , 

~ (CH 2 ) i-3-Ar 4 , 
-H, and 
-C (0) -Ar 4 ; 

R 15 is selected from the group consisting of -OH, 
-OAr 3 , -N(H)-OH, and -0C 1 _ 6 , wherein C x _ 6 is a straight 
or branched alkyl group optionally substituted with 
-Ar 3/ -CONH 2 , -0R 5 , -OH, -0R 9 , or -C0 2 H; 

each R 21 is independently selected from the group 
consisting of -H or a -C 1 _ 6 straight or branched alkyl 
group; 

Ar 2 is independently selected from the following 
group, in which any ring may optionally be singly or 
multiply substituted by -Q 1 or phenyl, optionally 
substituted by Q x : 
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(hh) 
(ii) 




wherein each Y is independently selected from the 
5 group consisting of O and S; 

each Ar 3 is a cyclic group independently selected 
from the set consisting of an aryl group which contains 
6, 10, 12, or 14 carbon atoms and between 1 and 3 rings 
and an aromatic heterocycle group containing between 5 

10 and 15 ring atoms and between 1 and 3 rings, said 

heterocyclic group containing at least one heteroatom 
group selected from -0-, -S-, -SO-, S0 2 , =N-, and -NH-, 
-N(R 5 )-, and -N(R g )- said heterocycle group optionally 
containing one or more double bonds, said heterocycle 

15 group optionally comprising one or more aromatic rings, 

and said cyclic group optionally being singly or 
multiply substituted by -Qi; 

each Ar 4 is a cyclic group independently selected 
from the set consisting of an aryl group which contains 

20 6, 10, 12, or 14 carbon atoms and between 1 and 3 

rings, and a heterocycle group containing between 5 and 
15 ring atoms and between 1 and 3 rings, said 
heterocyclic group containing at least one heteroatom 
group selected from -0-, -S-, -SO-, S0 2 , =N-, -NH-, 

25 -N(R 5 )-, and -N(R g )- said heterocycle group optionally 

containing one or more double bonds, said heterocycle 
group optionally comprising one or more aromatic rings, 
and said cyclic group optionally being singly or 
multiply substituted by -Qi; 
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each Q x is independently selected from the group 

consisting of -NH 2 , -C0 2 H, -CI, - F, -Br, -I, -N0 2 , -CN, 

=0, -OH, -perfluoro C 1 _ 3 alkyl, R 5 , -0R 5 , -NHR 5 , -0R 9 , 

-N(R 9 )(R 10 ), -R 9 , -C(O)-R 10 , and 0 

/ \ 

CH 2 ; 

\ / 
O 

provided that when -Ar 3 is substituted with a Q ± 
group which comprises one or more additional -Ar 3 
groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 ; 

provided that when: 

m is 1 ; 
R 15 is -OH; 
R 21 is -H; and 

Y 2 is 0 and R 3 is -C(0)-H, then R 5 cannot be: 
-G(O)-R 10 , wherein R 10 is -Ar 3 and the Ar 3 cyclic 

group is phenyl, unsubst i tuted by -Q ± , 4- 

(carboxymethoxy) phenyl, 2- f luorophenyl , 2-pyridyl, N- 

( 4-methylpiperazino) methylphenyl, or 

-C(0)-OR g , wherein R g is -CH 2 -Ar 3 , and the Ar 3 

cyclic group is phenyl, unsubsti tuted by -Q ± ; and when 

Y 2 is O, R 3 is -C (0) -CH 2 -T 1 -R 11 , T 1 is 0, and R lx 
is Ar 4 , wherein the Ar 4 cyclic group is 5-(l-(4- 
chlorophenyl) -3- trif luoromethyl ) pyrazolyl ) , then R 5 
cannot be: 

-H; 

-C(O)-R 10 , wherein R 10 is -Ar 3 and the Ar 3 cyclic 
group is 4- (dimethylaminomethyl ) phenyl , phenyl, 4- 
( carboxyme thy lthio) phenyl, 4- ( carboxye thy lthio) phenyl, 
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4 - ( car boxy ethyl ) phenyl , 4- ( carboxypropyl ) phenyl , 2- 
f luorophenyl , 2-pyridyl, N-(4- 
methylpiperazino) methylphenyl , or 

-C(0)-OR 9 , wherein R 9 is isobutyl or -CH 2 -Ar 3 and 
5 the Ar 3 cyclic group is phenyl; 

and when R 11 is Ar 4 , wherein the Ar 4 cyclic group 
is 5- ( l-phenyl-3-trif luorome thyl ) pyrazolyl or 5- (1- (4- 
chloro-2-pyridinyl ) -3- tr i f luorome thyl ) pyrazolyl , then 
R 5 cannot be: 

10 -C(0)-OR 9 , wherein R 9 is -CH 2 -Ar 3 , and the Ar 3 

cyclic group is phenyl; 

and when R 11 is Ar 4 , wherein the Ar 4 cyclic group 
is 5- (1- (2-pyridyl) - 3- tr if luorome thyl ) pyrazolyl) , then 
R 5 cannot be: 

15 -C(O)-R 10 , wherein R 10 is " Ar 3 and the Ar 3 cyclic 

group is 4- ( dimethylaminomethyl ) phenyl, or 

-C(0)-ORg, wherein R 9 is -CH 2 -Ar 3 , and the Ar 3 
cyclic group is phenyl, unsubst i tuted by -Q^; and when 

Y 2 is O, R 3 is -C (O) -CH 2 -T r R n , T ± is O, and R 1± 
20 is -C(0)-Ar 4/ wherein the Ar 4 cyclic group is 2,5- 

dichlorophenyl, then R 5 cannot be: 

-C(O)-R 10 , wherein R 10 is -Ar 3 and the Ar 3 cyclic 
group is 4- (dimethylaminomethyl ) phenyl , A- (N- 
morpholinomethyl ) phenyl, 4- (N- 
2 5 methylpiperazino) methyl ) phenyl, 4- (N- (2- 

methyl) imidazolylmethyl ) phenyl , 5-benzimidazolyl , 5- 
benztriazolyl , N-carboethoxy-5-benztriazolyl, N- 
c a rboethoxy- 5-benzimidazolyl , or 

-C(0)-OR 9 , wherein R 9 is -CH 2 -Ar 3 , and the Ar 3 
30 cyclic group is phenyl, unsubst i tuted by -Q^, ; and when 



Y 2 is H 2 , R 3 is -C (0) -CH 2 -T 1 -R 11 , T x is 0, and R 1X 
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is -C(0)-Ar 4 , wherein the Ar 4 cyclic group is 2,5- 
dichlorophenyl, then R 5 cannot be: 

-C(0)-OR 9 , wherein R g is -CH 2 -Ar 3 and the Ar 3 
cyclic group is phenyl. 

69. \The compound according to claim 68, 
wherein R 21 is VcH 3 . 

70. TRe compound according to claim 68, 
wherein R 5 is -C (®) -C (O) -OR 10 . 



10 



71. The compound according to claim 68, 
wherein R 5 is -C (O) \: (O) -OR 10 and R 21 is -CH 3 . 



72. The compound according to any one of 
claims 66, 67, 70 and Vl, wherein R 3 is -C(0)-H. 

73. The compqond according to any one of 
claims 65, 68 and 69, whlrein R 3 is -C(0)-H. 

15 74. The compound according to claim 68, 

wherein : 

R 3 is -C (O) -H, and 

R 5 is -C(O)-R 10 , wherei 



20 



25 



R 10 is Ar 3' wherein the ArMcyclic group is phenyl 
optionally being singly or multiply substituted by: 
-F, 
-CI, 

-N(H)-R 5 , wherein -R 5 is -H orVc(O)-R 10 , wherein 
R 10 is a " c i-6 straight or branched a&Lkyl group 
optionally substituted with -Ar 3 , whe\ein Ar 3 is 



IOOS85i22 , H €3 128Q2 



- 883 - 

phenyl, \ 

-N(R 9 )\r 10 ), wherein R g and R 10 are independently a 
~ c l-4 straigntt: or branched alkyl group, or 

-0-R 5 , wflterein R 5 is H or a -C 1 _ 4 straight or 
branched alkylXaroup . 

75. Tfte compound according to claim 74, 
wherein Ar 3 is phenyl being optionally singly or 
multiply substituted at the 3- or 5-position by -CI or 
at the 4-position b\ -NH-R 5 , -N(R 9 )(R 10 ), or -0-R 5 . 



76. The compound according to claim 68, 



wherein : 




R 3 is -C(0)-H; 



R 5 is -C(O)-R 10 , wherein R 10 is Ar 3 and the Ar 3 
cyclic group is selected from the group consisting of 
is indolyl, benzimidazolyl , \hienyl, and 
benzo [b] thiophenyl, and said\:yclic group optionally 
being singly or multiply substituted by -Q x . 



77. The compound according to claim 68, 



wherein : 



R 3 is »C(0)-H; and 

R 5 is -C(O)-R 10 , wherein R x 
cyclic group is selected from qui 
and said cyclic group optionally 
multiply substituted by -Q 1 . 




the Ar 3 
and isoquinolyl, 



singly or 



78. The compound according td&claim 68, 
wherein: \ 
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R 3 i^-C(0)-H; and 



Rq is 




cyclic group i 



0 / wherein R 10 is Ar 3 and the Ar 3 
nyl, substituted by 
0 

\ 



10 



79. The compound according to claim 68, 
selected from the group consisting of: 



2002 I V 



O 






X. 



COOH 



° N CHO 
H 



; and 



OMe 



2201 




COOH 



80. A compound represented by the formula: 



15 



(VI) 



R 1 -N-R 2 
I 

H 



wherein : 



R ± is: 
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(elO) 



(w2) 




/ or 



C is a ring chosen from the set consisting of 
benzo, pyrido, thieno, pyrrolo, furano, thiazolo, 
isothiazolo, oxazolo, isoxazolo, pyrimido, imidazolo, 
cyclopentyl, and cyclohexyl; the ring optionally being 
singly or multiply substituted by -Q x ; 

R 2 is: 



o 




, or 



m is 1 or 2; 

each R 5 is independently selected from the group 
consisting of: 

-C(O)-R 10 , 
-C (O) 0-R 9/ 
-C(O)-N(R 10 ) (R 10 ) 
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-S (0) 2-R9/ 
-S (O) 2 -NH-R 10 , 
-C (0) -CH 2 -0-R 9 , 
-C (0) C (0) -R 10> 

" R 9, 
"H, 

-C (0) C (0) -OR 10; and 
-C(0)C(0)-N(R 9 ) (R 10 ) ; 

X 5 is CH or N; 
Y 2 is H 2 or 0; 

R 6 is selected from the group consisting of -H and 

-CH 3 ; 

R 8 is selected from the group consisting of: 
-C (0) -R 10 , 
-C (0) 0-R 9 , 
-C (0) -N(H) ~R 10 / 
-S (0) 2 -R 9 , 
-S (0) 2 -NH-R 10 , 
-C (O) -CH 2 -OR 10 , 
-C (0) C (0) -R 10 ; 
-C (O) -CH 2 N(R 10 ) (R 1Q ) , 
-C (0) -CH 2 C (O) -0-R 9 , 
-C (O) -CH 2 C (O) -R g , 
-H, and 

-C (O) -C (O) -OR 10 ; 

each R 9 is independently selected from the group 
consisting of -Ar 3 and a ~C 1 _ 6 straight or branched 
alkyl group optionally substituted with -Ar 3 , wherein 
the -C ± _ 6 alkyl group is optionally unsaturated; 
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each R 10 is independently selected from the group 
consisting of -H, -Ar 3 , a ~C 3 _ 6 cycloalkyl group, and a 
~ c l-6 straight or branched alkyl group optionally 
substituted with -Ar 3 , wherein the -C 1 _ 6 alkyl group is 
optionally unsaturated; 

R 13 is selected from the group consisting of H, 
Ar 3 , and a "C 1 _ 6 straight or branched alkyl group 
optionally substituted with -Ar 3 , -CONH 2 , -0R 5 , -OH, 
-0R 9 , or -C0 2 H; 

each R 51 is independently selected from the group 
consisting of R 9 , -C(0)-R 9 , -C (0) -N (H) -R 9 , or each R 51 
taken together forms a saturated 4-8 member carbocyclic 
ring or heterocyclic ring containing -0-, -S-, or -NH-; 

each R 21 is independently selected from the group 
consisting of -H or a -C 1 ^ 6 straight or branched alkyl 
group; 

each Ar 3 is a cyclic group independently selected 
from the set consisting of an aryl group which contains 
6, 10, 12, or 14 carbon atoms and between 1 and 3 rings 
and an aromatic heterocycle group containing between 5 
and 15 ring atoms and between 1 and 3 rings, said 
heterocyclic group containing at least one heteroatom 
group selected from -0-, -S-, -SO-, S0 2 , =N-, and -NH-, 
said heterocycle group optionally containing one or 
more double bonds, said heterocycle group optionally 
comprising one or more aromatic rings, and said cyclic 
group optionally being singly or multiply substituted 
by -Qi ; 

each Q ± is independently selected from the group 
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Br, -I, -N0 2 , -CN, 

OR 5 , -NHR 5 , -OR g , 

O 
/ \ 

CH 2 , 

\ / 
O 

provided that when -Ar 3 is substituted with a Q 1 
group which comprises one or more additional -Ar 3 
groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 . 

81. The compound according to claim 80, 

wherein : 

m is 1 ; 

C is a ring chosen from the set consisting of 
benzo, pyrido, or thieno the ring optionally being 
singly or multiply substituted by halogen, -NH 2 , 
-NH-R5, -NH-R 9 , -OR 10 , or -R 9 , wherein R 9 is a straight 
or branched C 1 _^ alkyl group, and R 10 is H or a straight 
or branched alkyl group; 

R 6 is H; 

R 13 is H or a C^_4 straight or branched alkyl group 
optionally substituted with -Ar 3 , -OH, -OR g , -C0 2 H, 
wherein the R 9 is a C^_4 branched or straight chain 
alkyl group; wherein Ar 3 is morpholinyl or phenyl, 
wherein the phenyl is optionally substituted by -Q^; 

R 21 is -H or -CH 3 ; 



consisting of -NH 2 , -C0 2 H, -CI, - F, - 
=0, -OH, -perfluoro C 1 _ 3 alkyl, R5, - 
-N(R 9 )(R 10 ), -R 9 , -C(O)-R 10 , and 



R 51 is a c l-6 straight or branched alkyl group 
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optionally substituted with -Ar 3 , wherein Ar 3 is 
phenyl, optionally substituted by -Q^; 

each Ar 3 cyclic group is independently selected 
from the set consisting of phenyl, naphthyl, thienyl, 
quinolinyl, isoquinolinyl , pyrazolyl, thiazolyl, 
isoxazolyl , benzotriazolyl , benzimidazolyl , 
t hi eno thienyl, imidazolyl , thiadiazolyl , 

benzo [b] thiophenyl, pyridyl, benzof uranyl , and indolyl, 
and said cyclic group optionally being singly or 
multiply substituted by -Q^; 

each Q 1 is independently selected from the group 

consisting of -NH 2 , -CI, -F, -Br, -OH, -R 9 , -NH-R 5 

wherein R 5 is -C(O)-R 10 or -S(0) 2 -R 9 , -0R 5 wherein R 5 is 

-C(O)-R 10 , -0R 9 , -NHR 9 , and 

0 
/ \ 

CH 2 , 

\ / 
0 

wherein each R 9 and R 10 are independently a ~C 1 _ 6 
straight or branched alkyl group optionally substituted 
with -Ar 3 wherein Ar 3 is phenyl; 

provided that when -Ar 3 is substituted with a Q x 
group which comprises one or more additional -Ar 3 
groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 . 

82. The compound according to claim 81, 
wherein R-l is (w2) . 

83. The compound according to claim 82, 
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selected from the group consisting of: 



677 




; and 



680 




84. \he compound according to claim 82, 
wherein R 8 is selected from the group consisting of; 
-C(O) -R 3 
-C (0) 0-R 9 , 
-C (O) -CH 2 -0^i 0 , and 
-C (O) -CH 2 C (o\r 9 . 



10 85. The comr 

wherein R 8 is -C(0)-CU : 



according to claim 84, 
id R 10 is -H or -CH 3 . 



86. The -compound^^ording to claim 81, 
wherein R x is (elO) and X 5 is 



15 



is 



87. The compound according to claim 81, 
wherein R x is (elO) and X 5 is N. 



88. The compound according to any one of 
claims 80-87 wherein R 5 \s -C(O)-R 10 or -C (0) -C (O) -R 10 . 
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89. The compound according to claim 88, 
wherein R 10 is Ar 3 . 

90. The compound according to claim 89, 

wherein : 

R 5 is -C(O)-R 10 and R 10 is Ar 3 , wherein the Ar 3 
cyclic group is phenyl optionally being singly or 
multiply substituted by: 

-R 9 , wherein R 9 is a C x _ 4 straight or branched 
alkyl group; 

-F, 

-CI, 

-N(H)-R 5/ wherein -R 5 is -H or -C(O)-R 10 , wherein 
R 10 is a ~ c l-6 straight or branched alkyl group 
optionally substituted with -Ar 3 , wherein Ar 3 is 
phenyl, 

-N(R g ) (R 10 ) r wherein R 9 and R 10 are independently a 
straight or branched alkyl group, or 
-0-R 5 , wherein R 5 is H or a -C 1 _ 4 straight or 
branched alkyl group. 

91. The compound according to claim 90, 
selected from the group consisting of: 



CH 3 



682 





5 92. The compound according to claim 90, 

wherein Ar 3 is phenyl being singly or multiply 
substituted at the 3- or 5-position by -CI or at the 4- 
position by -NH-R 5 , -N(R 9 ) (R 10 ), or -0-R 5 . 




94. The compound according to claim 92, 
selected from the groa^consi sting of: 
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O 




; and 



5 95. The compound according to claim 90, 

wherein Ar 3 is phenyl being singly or multiply 
substituted at the 3- or 5-position by -R 9 , wherein R 
is a C 1 _q straight or branched alkyl group; 
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"position by -0-R5 . 

. The compound according to claim 95, 
rom the group consisting of: 




; and 
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5 
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O 




; and 



98. The compound according to claim 89, 

wherein : 

R 5 is -C(O)-R 10 , wherein R 10 is Ar 3 and the Ar 3 
cyclic group is selected from the group consisting of 
is indolyl, benzimidazolyl , thienyl, quinolyl, 
isoquinolyl and benzo [b] thiophenyl , and said cyclic 
group optionally being singly or multiply substituted 
by -Q 1 . 

99. The compound according to claim 98, 
wherein the Ar 3 cyclic group is isoquinolyl, and said 
cyclic group optionally being singly or multiply 
substituted by ~Q 1 . 
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; and 



102. The compound according to claim 89, 

wherein R 5 is -C(O)-R 10 , wherein R 10 is Ar 3 and the Ar 3 

cyclic group is phenyl, substituted by 

0 
/ \ 

CH 2 

\ / 
O 



103. The^ompound according to claim 102, 
selected from the grou^^onsist ing of: 



..iooses.eE! - oissos 



- 903 - 
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104. A compound represented by the formula: 

O 



wherein: 

m is 1 or 2; 

Rl is selected from the group consisting of the 
following formulae : 



C is a ring chosen from the set consisting of 
benzo, pyrido, thieno, pyrrolo, furano, thiazolo, 
isothiazolo, oxazolo, isoxazolo, pyrimido, imidazolo, 
cyclopentyl, and cyclohexyl, the ring optionally being 
singly or multiply substituted by -Q ± , ; 

R 3 is selected from the group consisting of: 



-CN, 

-C(0)-H, 

-C (O) "CH 2 -T 1 -R 11/ 
-C (0) -CH 2 -F, 
-C=N-0-R 9 , and 
-C0-Ar 2 ; 



(VII) 



— N 
H 





each R 5 is 
consisting of: 
-C(O) 



independently 
" R 10' 



selected from the group 



il €11 0 Si -S 5 5 S - O ± .2 B O S 
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-C (0)-0-R 9 , 

-C (O) -N(R 10 ) (R 10 ) 

-S (O) 2 -R 9 , 

-S (O) 2 -NH-R 10 , 

-C (O) -CH 2 -0-R 9 , 

-C(O)C(O)-R 10/ 

-H, 

-C (O) C (O) -OR 10/ and 
-C (O) C (O) -N(R 9 ) (R 10 ) ; 

each T 1 is independently selected from the group 
consisting of -0-, -S-, -S(O)-, and -S(0) 2 ~; 

R 6 is selected from the group consisting of -H and 

-CH 3 ; 

R 8 is selected from the group consisting of: 
-C(O) -R 10 , 
-C (O) 0-R 9 , 
-C (0) -NH-R 10 , 
-S(0) 2 -R 9 , 
-S (0) 2 -NH-R 10 , 
-C (O) -CH 2 -OR 10 , 
-C (O) C (O) -R 10 , 
-C(O)-CH 2 -N(R 10 ) (R 1Q ) , 
-C (O) -CH 2 C (O) -0-R 9 , 
-C (O) -CH 2 C (O) -R 9 , 
-H, and 

-C (O) -C (O) -OR 10 ; 



each R 9 is independently selected from the group 
consisting of -Ar 3 and a -C 1 _ 6 straight or branched 



lH O O 5 B .5 2 2 „, - O 2 S £SI 2 
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alkyl group optionally substituted with -Ar 3 , wherein 
the -C 1 _ 6 alkyl group is optionally unsaturated; 

each R 10 is independently selected from the group 
consisting of -H, -Ar 3 , a -C 3 _ 6 cycloalkyl group, and a 
~ c l-6 straight or branched alkyl group optionally 
substituted with -Ar 3 , wherein the -C 1 _ 6 alkyl group is 
optionally unsaturated; 

each R 1:L is independently selected from the group 
consisting of: 
-Ar 4 , 

" (CH 2 ) 1 _ 3 -Ar 4/ 
-H, and 
-C (O) -Ar 4 ; 

R 15 is selected from the group consisting of -OH, 
-OAr 3 , -N(H)-OH, and ~OC 1 ^ 6f wherein C x _ 6 is a straight 
or branched alkyl group optionally substituted with 
-Ar 3 , -CONH 2 , -OR 5/ -OH, -OR 9 , or -C0 2 H; 

Ar 2 is independently selected from the following 
group, in which any ring may optionally be singly or 
multiply substituted by -Q 1 or phenyl, optionally 
substituted by Q 1 : 



(hh) 




and 



(ii) 




wherein each Y is independently selected from the 
group consisting of 0 and S; 

each Ar 3 is a cyclic group independently selected 
from the set consisting of an aryl group which contains 
6, 10, 12, or 14 carbon atoms and between 1 and 3 rings 
and an aromatic heterocycle group containing between 5 
and 15 ring atoms and between 1 and 3 rings, said 
heterocyclic group containing at least one heteroatom 
group selected from -0-, -S-, -SO-, S0 2 , =N-, and -NH-, 
-N(R 5 )-, and -N(Rg)- said heterocycle group optionally 
containing one or more double bonds, said heterocycle 
group optionally comprising one or more aromatic rings, 
and said cyclic group optionally being singly or 
multiply substituted by -Qj; 

each Ar 4 is a cyclic group independently selected 
from the set consisting of an aryl group which contains 
6, 10, 12, or 14 carbon atoms and between 1 and 3 
rings, and a heterocycle group containing between 5 and 
15 ring atoms and between 1 and 3 rings, said 
heterocyclic group containing at least one heteroatom 
group selected from -0-, -S-, -SO-, S0 2 , =N-, -NH-, 
-N(R 5 )-, and -N(R 9 )- said heterocycle group optionally 
containing one or more double bonds, said heterocycle 
group optionally comprising one or more aromatic rings, 
and said cyclic group optionally being singly or 
multiply substituted by -C^; 

each Q x is independently selected from the group 
consisting of -NH 2 , -C0 2 H, -CI, - F, -Br, -I, -N0 2 , -CN, 
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=0, -OH, -perfluoro C]__3 alkyl, R 5 , 
-N(R g )(R 10 ), -R 9 , -C(O)-R 10 , and 



-0R 5 , -NHR 5/ -OR 9 , 



O 
/ \ 

( 

\ / 
O 



provided that when -Ar 3 is substituted with a Q 1 
group which comprises one or more additional -Ar 3 
groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 . 



105 A The compound according to claim 104, 



wherein : 



m is 1 ; 

C is a ring chcfeen from the set consisting of 
benzo, pyrido, and th\eno, the ring optionally being 
singly or multiply substituted by halogen, -NH 2 , 
-NH-R 5 , or -NH-R 9 , -ORi^, or -R 9 , wherein R g is a 
straight or branched Ci-X alkyl group, and R 10 is H or a 
straight or branched C 1 _^ \lkyl group; 

T x is 0 or S; 

Re is H; 



R 1± is selected from 
< CH 2) l-3~ Ar 4' and -C(0)-Ar 4 ; 



consisting, of -Ar 4 , 



Ar 2 is 



(hh) ; 
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>ach Ar 3 cyclic group is independently selected 
from \he set consisting of phenyl, naphthyl, thienyl, 
quinolinyl , isoquinolinyl, thiazolyl, benzimidazolyl , 
thienot\ienyl , thiadiazolyl , benzotriazolyl, 
benzo [b] mhiophenyl, benzof uranyl , and indolyl, and said 
cyclic gr&up optionally being singly or multiply 
substitute^ by -Q^; 

each Ar\ cyclic group is independently selected 
from the set consisting of phenyl, tetrazolyl, 
naphthyl, pyricMnyl, oxazolyl, pyrimidinyl, or indolyl, 
and said cyclicVroup optionally being singly or 
multiply substituted by -Qi; 



each Q 1 is independently selected from the group 
consisting of -NH 2 , Ycl, -F, -Br, -OH, -R g , -NH-R 5 
wherein R 5 is -C(O)-I% 0 or -S(0) 2 -R 9 , -OR 5 wherein R 5 is 
-C(O)-R 10 , -OR 9 , -NHR 9 \ and 



O 
/ \ 

( 

\ / 
O 



CH 



2' 



wherein each R 9 and R] 
straight or branched alky^ 
with -Ar 3 wherein Ar 3 is pi 



.ndependently a -C^g 

ip optionally substituted 

a; 



provided that when -Ar 3 isXsubst i tuted with a Q x 
group which comprises one or morl additional -Ar 3 
groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 . 



106. The compound according to claim 105, 
wherein R 8 is selected from the group\ consisting of: 
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-C(O)-R 10 , 
-C (O) 0-R 9 , 
-C (O) -CH 2 -OR 10 , and 
-C(0)-CH 2 C(0)-R 9 . 

.07. The compound according to claim 106, 
wherein R 8 \s -C (O) -CH 2 -OR 10 and R 10 is -H or -CH 3 . 

108 \ The compound according to claim 105, 
wherein R 3 is -\(0)-Ar 2/ 

109. Tfte compound according to claim 105, 
wherein R 3 is -C (OWC Ho-Tf -R 13 ; 



110. The 
wherein R 3 is -C(O) 1 



5ound according to claim 105, 



111. The compound according to claim 110, 
wherein R 8 is selected frqjn the group consisting of: 
-C(O)-R 10 , 
-C (O) 0-R 9 , 

-C (O) -CH 2 -OR 10 , andl 
-C(O) -CH 2 C(0) -R 9< 



112. The compound according to claim 111, 
selected from the group consisting of: 



653 
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921 




113. The 
wherein R 8 is -C (O) - 




ound according to claim 111, 
10 and R 10 is -H or -CH 3 . 



114. The compound according to claim 68, 

wherein : 

m is 1 ; 

T x is 0 or S; 

R 2 i is -H or -CH 3 ; 

Ar 2 is (hh) ; 



Y is 0; 



each Ar 3 cyclic group is independently selected 
from the set consisting of phenyl, naphthyl, thienyl, 
quinolinyl, isoquinolinyl , pyrazolyl, thiazolyl, 
isoxazolyl, benzotriazolyl , benzimidazolyl , 
thieno thienyl , imidazolyl, thiadiazolyl , 

benzo [b] thiophenyl, pyridyl, benzof uranyl , and indolyl 
and said cyclic group being singly or multiply 
substituted by -Q]_; 



each Ar 4 cyclic group is independently selected 
from the set consisting of phenyl, tetrazolyl, 
pyridinyl, oxazolyl, naphthyl, pyrimidinyl, and thienyl 



lOOBSSSS , u D128QS 
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and said cyclic group being singly or multiply 

substituted by 

-Qi; 



each Q 1 is independently selected from the group 
consisting of -NH 2 , -CI, -F, -Br, -OH, -R g , -NH-R 5 
wherein R 5 is -C(O)-R 10 or -S(0) 2 -R 9 , -0R 5 wherein R 5 is 
-C(O)-R 10 , -0R g , -NHR 9 , and 



0 
/ \ 

( 

\ / 
0 



CH 2 , 



wherein each R 9 and R 10 are independently a -C 1 _$ 
straight or branched alkyl group optionally substituted 
with -Ar 3 wherein Ar 3 is phenyl; 

provided that when -Ar 3 is substituted with a Q x 

group which comprises one or more additional -Ar 3 

groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 . 

115. Ifoe compound according to claim 114, 
wherein R 3 is -C(oV-Ar 2 , 

116. The compound according to claim 114, 
wherein R 3 is -C(0)CI 

117. The compouna\gccording to claim 114, 
wherein R 3 is -C(0)-H. 



118. The compound according to any one of 
claims 104-117, whereirkR 5 is -C (O) -R 10 or 
-C(O)C(O)-R 10 . 



1.005S52S . 01280 
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119. The compound according to claim 118, 
wherein R 10 ^ s Ar 3 • 

120. The compound according to claim 119, 

wherein : 

R 5 is -C(O)-R 10 and R 10 is Ar 3 , wherein the Ar 3 
cyclic group is phenyl optionally being singly or 
multiply substituted by: 

-R 9 , wherein R g is a C 1 _^ straight or branched 
alkyl group; 

-F, 

-CI, 

-N(H)-R 5 , wherein -R 5 is -H or -C(O)-R 10 , wherein 
R 10 is a -C 1 « 6 straight or branched alkyl group 
optionally substituted with -Ar 3 , wherein Ar 3 is 
phenyl , 

-N(R 9 ) (R 10 )/ wherein R 9 and R 10 are independently 
-C±-4 straight or branched alkyl group, or 

-0-R 5 , wherein R 5 is H or a -C^ straight or 
branched alkyl group. 

121. The compound according to claim 120, 
selected from the group consisting of: 
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HO O 



912 
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; and 




122. The compound according to claim 120, 
wherein -Ar 3 is phenyl being singly or multiply 
substituted at the 3- or 5-position by -CI or at the 4- 
position by -NH-R 5 , -N(R g ) (R 10 ), or -0-R 5 . 

123. The compound according to claim 122, 
selected from the group consisting of: 



656 
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JL005S522 ,015805 




5 



124. The compound according to claim 122, 
selected from the group consisting of: 



HQ058525 -01S802 
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O 




; and 



a 



125. The compound according to claim 120, 
wherein Ar 3 is phenyl being singly or multiply 
substituted at the 3- or 5-position by -R 9 , wherein R 
is a straight or branched alkyl group; 

and at the 4-position by -0-R5. 

126. The compound according to claim 125, 
selected from the group consisting of: 



671 
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684 





694 
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HO O 



917 




; and 




127. The compound according to claim 125, 
wherein the compound is : 



5 214w 




Me 



128. The compound according to claim 119, 

wherein: 

R 5 is -C(O)-R 10 , wherein R 10 is Ar 3 and the Ar 3 
10 cyclic group is selected from the group consisting of 

is indolyl, benzimidazolyl, thienyl, quinolyl, 
isoquinolyl and benzo [b ] thiophenyl , and said cyclic 
group optionally being singly or multiply substituted 



lOOS 8S22 , 012802 
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by -Q lm 

129. The compound according to claim 128, 
selected from the group consisting of: 



919 




HO^O 

N iP o 

N W 




H 



H 




OH 



and 



920 




H 



130. The compound according to claim 128, 
wherein the Ar 3 cyclic group is isoquinolyl, and said 
cyclic group optionally being singly or multiply 
substituted by -Q 1 . 

131. The compound according to claim 130, 
wherein the compound is: 



J.. O O S S 5 H e a 0 1 2 s o s 
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133. The compound according to claim 119, 
wherein R 5 is -C(O)-R 10 , wherein R 10 is Ar 3 and the Ar 3 
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cyclic group is phenyl, substituted by 

O 
/ \ 

CH 2 

\ / 
O 

134. The compound according to claim 133, 
wherein the compound is: 



910 




135. The compound according to claim 133, 
wherein the compound is: 



O 



415 




136. A pharmaceutical composition, comprising 
a compound accordingVo any one of claims 1-41 and 57- 
135 in an amount effective for decreasing IGIF 
production and a pharma\ut ically acceptable carrier. 



137. A pharmacerc^CchS^ compos it ion comprising 
a compound according to anl <\e of claims 1-41 and 57- 
135 in an amount effective forVecreasing IFN-y 
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production anBs^^nnaceut ically acceptable carrier. 



\ 138. A method for treating or preventing a 
disease seVected from an IGIF mediated disease, an IFN-y 
mediated disease, an inf lammatory disease, an 
autoimmune disease, an infectious disease, a 
proliferative Visease, a neurodegenerative disease, a 
necrotic disease^ osteoarthritis, acute pancreatitis, 
chronic pancreatitis, asthma, rheumatoid arthritis, 
inflammatory bowel\disease, Crohn's disease, ulcerative 
collitis, cerebral rschemia, myocardial ischemia, adult 
respiratory distress Xyndrome, infectious hepatitis, 
sepsis, septic shock, Shigellosis, glomerulonephritis, 
systemic lupus erythematosus, scleroderma, chronic 
thyroiditis, Graves' disease, autoimmune gastritis, 
insulin-dependent diabetes nielli tus (Type I), juvenile 
diabetes, autoimmune hemolytic anemia, autoimmune 
neutropenia, thrombocytopenia, \myasthenia gravis, 
multiple sclerosis, psoriasis, richenplanus , graft vs. 
host disease, acute dermatomyosit\s, eczema, primary 
cirrhosis, hepatitis, uveitis, Behcet's disease, acute 
dermatomyositis, atopic skin disease\ pure red cell 
aplasia, aplastic anemia, amyotrophic\lateral sclerosis 
and nephrotic syndrome comprising the atep of 
administering to said patient a pharmaceutical 
composition according to claims 136 or 137\ 



139. The method according to claim 138, 
wherein the disease is selected from an inflammatory 
disease, an autoimmune disease, an infectious disease, 
rheumatoid arthritis, ulcerative collitis, Crohn's 
disease, hepatitis, adult respiratory distress 
syndrome, glomerulonephritis, insulin-dependent 
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diabetes mellitus (Type I), juvenile diabetes, 
psoriasis, graft vs. host disease, and hepatitis 

140. \A process for preparing an N-acylamino 
compound, compr^ing the steps of: 

a) mi^ng a carboxylic acid with an N- 
alloc-protected amjJtae in the presence of an inert 
solvent, triphenylpiroshine, a nucleophilic scavenger, 
and tetrakis-triphenw phosphine palladium ( 0 ) at 
ambient temperature unaer an inert atmosphere; and 

b) adding to\the step a) mixture, HOBT and 
EDC; and optionally compr\sing the further step of: 

c) hydrolyzing \he step b) mixture in the 
presence of a solution comprising an acid and H 2 0, 
wherein the step b) mixture i\ optionally concentrated, 

141. The process acceding to claim 140, 
wherein the inert solvent is CH^fl 2 , DMF, or a mixture 
of CH 2 C1 2 and DMF. 



142. The process accol 
wherein the nucleophilic scavenge: 
morpholine, trimethylsilyl dimeth\ 
barbituric acid. 



\p claim 140, 
\edone, 
line or dimethyl 



143. The process according t& claim 142, 
wherein the nucleophilic scavenger is t\imethylsilyl 
dimethylamine or dimethyl barbituric aci^ 



144. The process according to cjlaim 142, 
wherein the inert solvent is CH 2 C1 2 , DMF, &r a mixture 
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of 5fr*2 Ci 2 and DMF - 

145. The process according to claim 144, 
whereinXthe nucleophilic scavenger is dimethyl 
barbitur\c acid. 

k46. The process according to claim 145, 
wherein the\solution comprises trif luoroacetic acid in 
al out i -9C 4y weight . 

147. \rhe process according to claim 146, 
wherein the solution comprises trif luoroacetic acid in 
about 20-50% by weight. 

148. The process according to claim 145, 
wherein the solution^ comprises hydrochloric acid in 
about 0.1-30% by weight. 

149. The proc&ss according to claim 148, 
wherein the solution comprises hydrochloric acid in 
about 5-15% by weight. 



150. The proce 
claims 140-149, wherein 
represented by formula (VI I : 



to any one of 
Lno compound is 



(VIII) 



Ri -N-Rp 
I 

H 



wherein : 



is selected 
following formulae : 



from the 



group consisting of the 



ioosssee .oissos 



930 - 




; and 



a ring chosen from the set consisting of 
benzo, p^rido, thieno, pyrrolo, furano, thiazolo, 
isothiazol\?, oxazolo, isoxazolo, pyrimido, imidazolo, 
cyclopentylX and cyclohexyl, the ring optionally being 
singly or multiply substituted by halogen, -NH 2 , or 
-NH-R 9 , ; 



is : 



(a) 



)Rsi 



(b! 



or 



)H 



(O 



(i*m"OH 



m is 1 or 2; 



each R 5 is independently selected from the group 
consisting of: \ 
-C(O)-R 10 , \ 



jl ci o s s sse . o jl a s o s 
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-C (0) 0-R 9 , 
-C (0) -N(R 10 ) (R 10 ) 
-S (0) 2 -Rg, 
-S (0) 2 -NH-R 10 , 
-C (0) -CH 2 -0-R 9 , 
(O)C(O)-R 10# 



10 



-ha 

-C (<3» C (O>-OR 10> and 
-C(0)\(0)-N(R 9 ) (R 10 ) ; 



15 



is CH or 



Y 2 is H 2 or O; 



X 7 is -N(R 8 )- or 



is selected 



Lthe group consisting of -H and 



-CH 3 ; 



20 



25 



30 



R 8 is selected from the^ group consisting of: 
-C(O)-R 10 , 
-C (0) 0-R 9 , 
-C (O) -N(H) -R 10 , 
-S (O) 2 -R 9 , 
-S (O) 2 -NH-R 10 , 
-C (O) -CH 2 -OR 10 , 
-C(O)C(O)-R 10 ; 
-C (O) -CH 2 N(R 10 ) (R 10 ) 
-C (O) -CH 2 C (O) -O-Rg, 
-C (O) -CH 2 C (O) -R 9 , 
-H, and 

-C (O) -C (O) -OR 10 ; 
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each R 9 is independently selected from the group 
consisting of -Ar 3 and a -C^.g straight or branched 
alkylXgroup optionally substituted with -Ar 3 , wherein 
the -c\ 5 alkyl group is optionally unsaturated; 

eacr| R 10 is independently selected from the group 
consisting of -H, -Ar 3 , a ~C3_g cycloalkyl group, and a 
~ c l-6 straight or branched alkyl group optionally 
substituted \ith -Ar 3/ wherein the -C 1 _ 6 alkyl group is 
optionally unsaturated; 

R]_3 is selected from the group consisting of H, 
Ar 3 , and a -C^.g Vitraight or branched alkyl group 
optionally substituted with -Ar 3 , -CONH 2 , -0R 5 , -OH, 
-ORg, or -C0 2 H; 

each R 51 is independently selected from the group 
consisting of R 9 , -C(o\-R 9 , -C (0) -N (H) -R 9 , or each R 51 
taken together forms a Saturated 4-8 member carbocyclic 
ring or heterocyclic rir% containing -0-, -S-, or -NH-; 

each R 21 is intfep^a^e^t ly selected from the group 
consisting of -H or ^^ 1 _^s^raight or branched alkyl 
group; 



each Ar 3 is a cyclic Igroub independently selected 
from .the set consisting of\ an afcyl group which contains 
6, 10, 12, or 14 carbon atoms arra between 1 and 3 rings 
and an aromatic heterocycle groupk containing between 5 
and 15 ring atoms and between 1 arad 3 rings, said 
heterocyclic group containing at laast one heteroatom 
group selected from -0- , -S-, -SO-,\so 2 , =N-, and -NH-, 
said heterocycle group optionally containing one or 
more double bonds, said heterocycle group optionally 
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cdfeiprising one or more aromatic rings, and said cyclic 

gro\p optionally being singly or multiply substituted 
by -} 



Q ± is independently selected from the group 
consisting of -NH 2 , -C0 2 H, -CI, -F, -Br, -I, -N0 2 , -CN, 
=0, -OH, Yperfluoro C ± _ 3 alkyl, R 5 , -0R 5 , -NHR 5 , -0R g , 
-N(R 9 ) (R 10 \/ -R9/ -C(O)-R 10 , and 0 



/ \ 

( 

\ / 
O 



CH 2 , 



provided tftat when -Ar 3 is substituted with a Q x 
group which comprises one or more additional -Ar 3 
groups, said additional -Ar 3 groups are not substituted 
with another -Ar 3 , 



151. The process according to any one of 
claims 140 -149 wherei^ the N-alloc protected amine is 
o 



Alloc — N 
H 




, wherein 



OR 51 



R 51 is independent 
consisting of R 9 , -C(0)-R 9 , -C 
taken together forms a saturat 
ring or heterocyclic ring conta 




ted from the group 
-R 9 , or each R 51 
er carbocyclic 
ng -0- , -S-, or -NH-; 



152. The process according to any one of 
claims 140-149, wherein R<i is: \ 
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R5 





153. TnV process according to any one of 
claims 140-149, whe^in R 1 is: 



(A-w2) 



RS 



N- 



R5 




M 



